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(54) K«*ft*S&5E3H 
(57) [£ffi] 

[M«] B Z <o 3 S»ft=Ka^»t#ffl-f-5 



ICftoT- (CH 2 )n- (n(43, 4, 5XS46) £rs 

!*u r 7 &*mmT, AB^yif, mkTA'=>*i' 

m*. R 8 (47K*m^SrS*^5„ ) 




Kf, Xi4-0-X(4-NR 4 R, I***,® 



[nw&a i ] Twast 
[fti] 




X!4-0-Xi4-NR 4 -%rfi*L, R 1 tt* 

[ft 2] 



(Stt, Ai4*^, -CH 2 -O-Xtt-NH- 

R a &t>*R b as*ft^ft2ffcXtf 3{fcte{fcai-5i:*, 

2&S.t>*3fi:tD^^^i:R a StFR b iS-ISKfto-C 

R 3 fe^mUl-, imT;U3r/umX\Zt Kn^> ({£ 
ft) T^^mZmML, R 4 tt*SWS J JvXttffi*TA' 

>\ fcXJJ v ? yX}42, 3-v?t Kb- 1H~4> F— 
A*«rJgfifeU R 5 Kfcki&lS^, ffi«T/^/Vg, 

t>L< i4jt*"<>'^/^^v mm T/v3t;vm, t*s 
mm T;v*/vm, mcr^^^y mm 

r$/as, «br) ta^a^s, =hns, #a- 

(teR) ta^a-s^e^u r 6 n^m^, tsmr 
my ^=-^m^MM-rm\ *v^r b ,&u?r 6 »-» 

t4oT- (CH 2 )n- (^t&^T, n!43, 4, 
5Xii6£ric*-f 3) SrJlMU R 7 ffcfcilUg^ >^p 



,lot-n/^£, t Fn^->£ 75yl, ^7tL< 
BfeU R 8 tokJSMT-, /M3^>]J!H\ ffi^TA-^AS 
5 FP*f*X Hc-t ©ft«lS (cfF^ $ Jx 5 »# Jnfi*» b ft 

[ft*S2] R x &T*R 2 ^|Hl-x«mftoTffiar 
A-^rA-ST'&SK R x ^{g^T/V^A^ &C7 ?V>r 
=;HXiiv'^p7;^^ TA^A-g-efe <9 , 

R 2 ^B«fcb<H:eife7 ;c =^S-e&5d\ 
R x JWR 2 ^»S1-5^*Ii^fc-m-ftoTTtE5t 

[ft 3] 



(xW, A' li-CH 2 -Xi±-0-Sr^*b, R a ' 

[it**! 3] r 1 &ot 2 asR-xt4s*o-cwe 

^a*t?*«!6\ ^v^iiRj as^^ae, 31^36, 

i'^D7 6 nt>yf;H-efc!) 1 R 2 ^m^A^Xi* 

•K R 3 **«JR : f--e*)9, R 5 tf**!^, ^A- 
m, ^/wSXiit KBdf^f;Ht?&ot, R 6 & 
^f;vlXtt7x-;viT?J>5^ j£W*R 5 &tfR 6 
^-^i-ftoT- (CH 2 ) 4 -SrSMU R 7 A*** 
jg-^, Aayyif, Cj ~c 3 7^=^li, by 7 

Mnyf/vS, T5 /SXt±= hoS^fo?), R s # 

*Hft-fc5 nt$£ i fie*c©ft£*^ b ft s 

[|f*ll4] TIBS; (I' ) 
[ft 4] 




(xt^, x' i±-o-xii-NR 4 " -%®mu r; 

mX\±i/? u7ut°/V^^/vmZ, R 2 ' |47i=/l«X 
|±4-ab^V7x 4-t< F^->7x n/v^ 
^rmftL. R 3 'fi*iitj|g^£«*U R 4 " as*igJS 
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/Nnyxjj|W\ * b*f£, hy7;^n/f;H < T 

KP*#:Xii* © £3 ft fcfr& £ ft 5 Utt*Pi£^ 

[»*3I5] 2- [2- (4-^nc7x^) - 
5, 6 -^^^-4 -t°U 5^7 5/) -N-t! 
^/V-N-7^=;VT-tr b75 b\ 
2- [2- (4-^P7i=;V) -5, 
-4-ifV 5 ^=^7 5 /] -N, N-S^n tf/wr-fe 
bT5 K, 

2- [2- (4-^P7i=*) -5, Q-*?*<?fV 
-4-b°y 5 ^7 5 /] -N, N-S^a^vwr-tr b 
7 5 b\ 

N- (4-^ni3 7i-yV) -N-y^-2- (5, 
6-v ; 7 ( ^;V-2-73i-;V-4-fc°y 5 i/~>VT 3; 
7) 7tF75K 

2- (2- (4-^dp7x^;V) -5, 

-4-b°!J 5i/^;VT? 7] -N- (4-7Mp7j 

-N-^f;V7t b T 5 K, 
2- (5, 6-v 5 ^^/V-2-7i^/V-4-t°y 
s/l/7 5 7) -N-7i^-N-7d tVVT-tr hT5 

2- [2- (4-iTin7i^H -5, 

-4-t°y 5 v^/KT? /] -N-sf/P-N-7j = 

2- [2- (4-7nB7i=/k) -5, 6 

--y/^/l— 4-t°V $ 7 57] -N-7i^ 

/U-N-T'P tVPTir hT3 b\ RXf2- [5, 6-^ 
(4-H)7/^P^f/i'7i-;H -4 
-h°y 5-^"/VT5 7] -N, N-*y-?u\£>vT-K\-T 

& $ ft 5 Hf+Mfta* & * 5 EH. 

[ff*Il6] 2- [2- (4-7nn7x^) - 
5, 6-> ? ^^/V-4-t°y v^/V7?7] — N — 

(4-7- b^v^^/V) -N-T-fvP-Tir b7 5 FX 
14* CO £3 ft $ ft 5 SftTJOig^ fe ft 3 Egg. 

© £Jlft f-ff « £ ft 3 UttiPigSr^/^ £ 

1-5 

[f»*«8] 2- [2- (4-7^07x^1 - 
5, 6-^fA-4-t"U3^/V757] -N- 

(4-7- h^r->7 3i^) -N-^^r-fehT? KX 
i«r © £fflft icfF-g $ ft 5 Ifcttfl&fi «r^T3flJ*# b-f&^F 

tt* © ^ate t $ ft 5 t 

[ft*3SlO] 2- [5, 2- (4- 

b y y;v-t n 7- = r^/v) - 4 - b° y 5 v^/v-r 5 

7] -N, N—^PtVVTir hT$ KXf4*©^aK) 



mm. 

[If^JSll] N, N-^f;V-2- [5, 6-v* 
(4-F!)7/l/*c7f;V7i^) -4 
- h° y 5 v*=/V7 5 7] T-fe b 7 5 b\ 
N, N-v^^W-2- [5, 6— (4 

-by y;virxi y f/i-7i - 4 - 1° y 5 v^/vr 

7th75F> RXI2- [T-^/V- [5, 6 -v 5 
*<?A'-2- (4-Fy7/I/*P^^7i^) -4 
-tT!J5^=/l/] 757] -N, N--5?7"a tVlTT-fe b 

7$ K7)^3iifft5^-fft7)>©{t^xtt*©^aK)ic 

fF« £ ft <S l§tti)Pik£*5ft^ 1 1- 5 

mm^mmtmrn] 
[0001] 

ft, ItfL<l42-7xr:;V-4-f!) 5v?=/>7 5 
7$B^Xf±2-7^s/V-4-t°y v^=;V^^-7Hi» 

[0 0 0 2] 

tifoS) BKAfitfifc!), *ft*ft fWS (©! , a) 

2 )jstf mm (a>, ) j -<yy^Tif t^g^fr 

4:#$ftT^5 (£AT, *ft*ft fBZ^ , 

rBZco 2 .Rtf rBZo) 3 t#i-sr. 

^Wer±flHfcKjfc$M& (Wit, ITU, «§) £^ 

u Bw****©rt#«a*iH^iEWte]is, y 

*©£3ft®S^©g@<k;asi«;i;o-ri^ 0 «T-fi 

^'y T«©5 ha^KJJ TJ3l!C^<#*b, =JW^^ 
n-/v©; b=t^Ky Tl^rt— ©®«3^tP-^L, ^ 
U^7P7^8t=x-P^TP^ Kfc»£ft5Tn 
7v7'77p7^7pt F7t FP7^>p;Vf3^ 
xny (THDOC) #-©^^»SS(^#^^X.5 

t#^6ftr^a„ fcr, *ffiMBzg«^^fij«-r 

l^o=a-P^fp^ K©^7)M£ii^ft, 
y-T5y|g^ («T, rcABAj mB-tZ> n t % 

Mft^i-©^«*^LTc utyftWlP 

iiSl^#^^-X.5<!:#X.e>ftTV^5 [Romeo, E. b, 
J. Pharmacol. Exp. Ther. , 262, 971-978 (1992) # 
Mi 8 

[0 0 0 3] ^BZfftitU »HBZg^(^ 
LTSWWtcJIfptt^^-rft^ii, #HSBS 5 8-20 
1 7 5 6tM«$JlTK£ WfFttW^Kfc^T 
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[0 0 0 4] #BZt»*tU tilBZS^K 

X.i4\ #MBg 6 2 -5 9 4 6 *&«ftlWH¥2 - 3 2 
0 5 8^|R^cfa*$^^T^^5ft•a•ft^^ > ^^rv^5 0 
#1BS6 2-5 9 4 6^-<k#[£t4, TISST**$tv5T 

mATmrnfoim. ^mc^mxm&vi^mmmt lt 

[0 0 0 5] 
[ft 5] 




[0 0 0 6] (5$;tf», A!4S*fL?-X!4=CH-£^ 

l, B}±mmiM.i-xi±=cH-&^i^ vRzmn. m 

^^■C* 5 , Z i4B fcH LT^/W h 4fcf4^9ffi«-C 

Sr*T*», £fcf4^n^>, ^ftmKsHiSW* l ~ 4 co 

= hP*>6>W5Sn5 l«^L<f4 2eco«mSi-J;t) 
ffiftS^fc^a^Sr^U «-X- (CH 2 ) n- 

(CHR) m-CONRj R 2 }4B MM Lt^;V b £/c 
}4^7f4a-e^^ttT^9 , R(47kiff£/c{4^iSft&:^ 
1~3 ©TVWdr /t^^L, R x *5it^R 2 (4, 1^— "Cfc 
oTt*ftSft4otV^t>J:<, ^tim^lS^ i 

~ 6 (dbw tt< tt^tt«*©T/i'*/i', mmm* 3 ~ 

T/V^/K * fcliZlg^Sf^f f Lt 1 , 2- 
fimi-e^TV^v^*!^ 3-6 TVHr-A-fcjf: 
U R, *S.ttfR 2 (4, ^tib^-g^LT^S^^ 

t-atftot, fpy-^y, bV*!Js?f, ^/i^yy 
*fci*^*^*y yf«t5-t fe-et, xi±- 

CHR 3 -, — N R 4 -, -SO-, -S0 2 -, Slif? 

?i±imm^L, r 3 K&mR*tiiz\mmm*i~ 

3<DT/is*/u%mL, R 4 ttmmm>l~3<DT/u*/v 
£*L, mi40*/cill t?*> <9 , ^rLTntiO, 1 £/c 
i42T&<9, fflLifrtLt, Xii-SO- -S0 2 
-4fci4-NR 4 -tr^fPSi'te, m+nCO-a-W-^^ 
<tt)ltfL<, ^L-CASoit^B^^^^Jg 
T-Sr^ L^r LT Z *SBti LT^7&«K&5Rf Kii, 
Xii-CHR 3 -T°}4ft<, ^LT, A^=CH-£^ 
L, BZ)^ig£r*L, Z^BlcBBLT^/V-h^B^fc 
9, X;3Sg?ig£r^cL, ^bTR^pg^-t-R^iefi^ m 



+ n ©-a-W-M: 1 SWkC& 9 , L^t 2 - 71^-4 - 
5o ] 

[0 0 0 7] #PS¥ 2-3 2 0 5 8 ^ffiic [4, TIBS; 

t-ia5 4-T?/-3-*/vii-;m; uviw 

litfiTu/u^-mh Lt, teitJtJSffeElfco^B&fc b< 

[0 0 0 8] 
[ft 6] 




[0 0 0 9] [i£tfb R x *3itFR 2 14**1^*1**, 
Cj -C 6 ©TVV^/K £>b<i4c 2 -c 6 <DT;v*r~ 
/K :7^~/Vtb<i4^V^/k^ib5it4tl5£\ £fcS4 

tin, C 4 -C 8 0|$RMift&H?j&U R 3 !4tK*, 
c i _c 6 ©TVi-^/K 7i=;i'JfcttC 7 -C 9 C07 
^/UTA^A^ibSffft, R 4 }4*Jlf, SfcttCj. - 
C 4 (DT;v^-;vt>hmmi, R s iSitfRe !4, ^rft^ 
*U *^tb<!4/Nnyy, c x -C 3 ©7M;^L 
< U7/v=*>' > - bn<bb<i4hy ^ =?>vfr 

ML, Zi40R 7 K^R 7 H^^fc^Cj -C 6 
©T/V^/Wi9»e>Sfi^5] ;NR 8 R 9 Kf , R 8 j3 
4t5R 9 f4^ft^, C, -C 4 COT/V^r/K 7 

i^/VfcLOi^^/Vd^gfcfcjxS] ; C x -C 4 <D 
T/V*>v ; -0->vV ; S«S^Sr*L, 1:fc}4^£ 

c 4 -c 6 ory-/vtfes 0 R 10 i4*#, Cj -c 4 

©T^^/w*fci47^^/v (fcfcL, Zi^yJ^tz 
I4T y-zHJ'^V^it, R 3 (4H-eftV\ 7^^/vS*5 
it^^vyvgii^p-^V, Cj -C 3 CDT/V^^rv-, 
7VV=>r/H> L< te^T/i^K Fy7;i/*D 
^/i-tL<i4t Kp^tfig|£ixT^Tt4<, r. 

5) „ nf40, 1, 4 fcil 2, pliOtfcSb SsiO 5 
fS-^-A, B, C, D©lfi}4Nf&9, ^r©l»CH, 
*fcf4A, B, C, DiS^timcHSrSt. ] 
[0 0 10]-*, 2-7a:-yV-4-b o y 5^-7VT 

V^5„ fjx.«, *S#l?ig3 6 3 1 0 3 6ti»»C 
(4, 2- (5->7;-2-7x=;V-4-H'!)5^ 
T-fe hT5 K^f-t*StlSft-a-^l^5-T$ 
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7-2, 6-i?U$:-7H-t°v<a [2, 3-d] t°!J 
$.i?>m<o&m*>ftftb LT, *fc, fcBWfFSgS 6 3 
1 0 4 5#BJ^H#(C[12 - (5-^77-6-^f/V7 
5;-2-7i=/V-4-f!)5^/VT5/) Tir b- 
75 Kfcft^£;ft5fls£*#4, 5-i?T5/-7H- 
fPP [2, 3-d] f y 5^^«(0^cf,WfrtUT 

[0 0 11] Pharmazie, 43, 537-538 (1988) {C 

2- {5-r±^-6-^f-/V-2-7x—/U- 
4 - t? y 5 *?^/V*f-ir) -N- (4-^on7i^) 
r-fehT5K2W«2- (5 -T^;v- Q-t<?A,-2 
-7i-;v-4-f!) — N— (4-^ 

5^/ [2, 3-d] t°y 5 ^vst^©^* 

Wfri LT|a«§n-CV^5„ 3 6>fc, 2- (5-Tir^ 
^-6-^^-2-71^-4-^!) ?v?^/uf- 
it) -N- (4-^071=^) Tir hT5 KfiBaci 
llus subtilisfcfcf LTinnS^Sr^-rt IB* SftT^ 
5. 

[0 0 12] 

3 SS&i' HtXW^o&TJ lc#ffi-r Sft^ft d> £ ft 5 E 

«&#5^<ttsw&&fi;kfcite*, ac* (i) T-* 

[0 0 13] 

[W«Sr)Sfti-5fc»ro^a] *3SM(i«fcix«, TIES; 

(i) T?«*nsfHiT5 KfmtfrxtitJ&w^awKff 

[0 0 14] 
[ft 7] 



t — CH — CO— l/^ 




[0 0 15] [5£tp, Xtt-CT- a Xtt-NR 4 -SrKft 
U Rj fcfekigfC^, «7/^/H, |£17;^=/i' 
SXIi^pr/i'*A' 068*) T/^i'S&ESfcU R 

so T^jv^MM-r^t>\ *v^r x rx$r 2 am 

[0 0 16] 
[ft 8] 



[0 0 17] Aiti&^h -CH 2 -O- 

-Hi:4oT7x^S^LttJ;v\ ) R 3 ft* 
%m*> fiS7;^;HXIit Kp^7 (te&) T/v^r 

^sfcasfeu r 4 fe7mm^xi-i&m.T^3c^m%m 

^Xi±2, 3-S?fc K*-lH->f J'K-ZHItfcJ&fc 
U R 5 S±**M^ ffi«T/V^/VS, ffiST/V^rvV 

UHy^^J/ (MS) TVAcj-*'/ 

a, hy7/^p^f;n, ^vpisjg.^ rs/as, 

* / t, L < ft vHgjf&T/V^/VT* 7W 5 / 

*J t L < ii^«7/>^-/>*;w^/f * 

-^SSrS*-T5^\ 5^ftR 5 RXIR 6 fi-ftKfco 
T- (CH 2 )n- (rr(CfcV^-C, nft3, 4, 5Xft 
6SrSP*-r5) SrffMU R 7 tt*JW£F, /mi^S 

R 8 ti^mm^; ^n^>jgi\ ffijRT/vdcASXftiS 

[ools] s; ( i ) -c-^^tiSft^-ft^^atei-fF^ 

£*i3Htt7Jn«t ft, 8H«££)M; L#S 

(i) v>tt&®<r>£mmz.ftmis 

tizmmmzmML, ±&s^ *ft**^ 
«^©#»Be^*s^ife,*L5o s: (i) -essns^ 

[0019] * ( I ) ©ftl^Jil, J; 5 1 fafiJLk 

So 8oT, * (I) coft^%i±, 2«£t_h 
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[0020] *Hi»»K:*stt«ffllS*«Tl!:»Wr*. 
[0 0 2 1] ^T/I'*A'*RlWSRT^Afl5»H:, 

SJ (DMcW-mt LT(4. ^TvK 7"ntVK -f 

ff>mfhflZo R 3 > R 4 , R 5 > R 6 , R 7 S.tKR 8 
*U\ rflHRTA'a^vaEj Ltft, yh 

TU/K 2-y'x-^^^(f P,^2, o [5/^7*^ 
£j £tt&S&M^Ic3~ 8 U 

v-yn^driz/K ->^n^yf;K ->^nt^f;^Sf 
ifkftSo r^nT/v^/v ({£«) T/i^/ugj t 

m 1 ~4 ©7Vy3vvg£;t*U flUx.!*^ n 7"n \f/v 
[0 0 2 2] r#aS|tL<l4«lft7a=iA«J t HU 

/M3 ^VJK^ C x ~C 3 T/y^/y, c t ~c 3 r/va 

(C^Cg ) T/Vdr/VT^y, ~>77 h n 

S£E*U Mitf7x=;V ; 2-, 3-Xi44-^n 
ny^/V ; 2-, 3-Xi44-y'n^yzn=/P ; 2 
-, 3-Xi44-y/V^-ny^=^ ; 2, 
7i=/P; 2, 4-^*71^:2, \- : y7>V 
tc7i=/l-;2-, 3-X(4 4-7<f-/V'yrn=/k; 2 
-, 3-Xtt4-^h^7i=;V;2- 3-XS44 
- MJ 7;vtP^f;V7i=-;V ; 2 -, 3-X(44-T 
; 2-, 3-X«4-^f L /UT5/'7^^ 
/V;2-, 3-X(44-v ; ^^/VT3:/-7i^/W ; 2 
-, 3-Xi44— >7V 71=^ ; 2-, 3-Xfi4- 

[0 0 2 3] 
[ft 9] 




R 8 



[0 0 2 4] _hKST-«$tt5*CD*^Ji: LTfi. Ji 
IB WItL<l4Ei7x=;Hj ©tt^JB^Lfc 



-7x.~/K 4-Xft3-^nn7i=-/K 4- 
Xf4 3-yo^-y^=/K 4-Xii3-7;VtD7i^ 
/K 4-y h*^73:=/u**rf5^fc«s-Ct5. W 

BmtL<iiBmy^-/v mm) r^/umi t», 

V^^SgJS^icl~4©T/V^/vS£r«*U WaLtf"* 
VvVV; 2-, 3-X!44-^PP-<:/vyV; 4-7'c 
^•^VvVy ; 3 -XH4 -7/Vtc^y^v ; 4-7^ 
/l^-iVvVW ; 4 h^-y-^V"-^ ; 7 ^%=f-)V ; 2 - 

[0 0 2 5] rt KP*i/ (ffiS) T/y^/ySj irft, 

t Yn^ymxmmntcmw^m 1 ~4 ©r/y^/y 

S£tS5£U fflfctf, tKp^f;K 2-fcKn* 
s^^vk 3-tKo ^v'T'b tVy^W bfbSo W 

fcfi, An^y, Cj ~C 3 7;v^r;WC 1 ~C 3 T 

^/V;2-, 3 -Xi44 -9 n n^.yy-;Vir^'y^=f- 
)V; 3-7'P*'<yi/M*v'^f;V; 4-7}Virn-< 
y^/Vt^Wf/V; 2, 4-XIJ3, 4-v^nn-i 

)V ; 2-, 3-Xii4-7< h^-">-<>'v : /V^-^r->^^ 

/w; 2—<v^^-^->ai^^^if btts. rr->yy 

yy, Cj. ~C 3 TVl^/l^ L< ttCi ~C 3 T^^^ 

\iT±^A> ; 7p tf^/V ; ^<y^;V ; 2 -, 3 -X 
ft4-^nnKy/^/V; 2-, 3-XI14-7p^ 

y/'f /v ; 2-, 3-xH4-y^T2^:yy^7v ; 4 

ti& 0 \yy>v^'y mm) r/v^/vmi t», ±e 

S^rsffeb, ^Jx.f4T-fe ; ^y/^M^ 

jy^^/V; 4-^PP^y/^y^yyf/k; 3 -7" 
n^t^yy^ ;Vifiry^=9-;V ; 4 -7 >virx^<y9 4 >v 
ir^y^^A-; 2-^My^;^->^f;> ; 4 

I7/^3ry T/P^r/ySj t f±, 

~ 4 <dt;u=^v isxmmztitcmmw^ 1 ~ 4 cor/y^ 

/y, 2-^ b3fv-aif-;K 3-j< h+y/p t°/y^*(f 
[0 0 2 6] r^y t L< ii^ffiST^/yTS 7Sj 

^/yr i/, 7p tyyr 5 / « =f-/vr v?^^ 

(f^tiSo f7-y;V7 5 7lj tit, ±5&<D \T=y;V 



§y, /nft=/V7 5/ , -<^yV/VT5 7, 4-? 
CD^Z-f/VT?/, 4-7/V^n^>-y , -Y/l^T5y 

5 y mr-mmtstitcmm^m 1 ~ 4 ©TA^sfca 

*U fllxLHTTSyy-^vK 2-7 5/xf/K 3 — T 
S*f*^lfc 1 ~ 4 CDTVV^f 

!~C 4 c x ~C 3 T;w^A- 

^tFCi ~C 3 T/V=i3r^frt>mUtiZ> lfiXi42i@T 

jj7/Vjj?=/K 4-^f;Kyi/M+->A/^^/K 4 
-y h*i/^l/i?/V#*->jj/Vtf~/V&mf btlZiK 

v^sj xmrnzntzmm^ 1 ~ 4 ©m^s* 

EftU MxifSy h^^A-tf-A-y^K ah*^ 

[0027] *mm\mt>z>ik-£m<Dohx°mmt£i><D 

tt, S; (I) {c^TRi SffR 2 #H-»iS4-3t 
^^-enffiiRTA"¥A'*-e*>5*\ r ± firmer ;v*>v 

[0 0 2 8] 
[ft 1 0 ] 

< 

[0 0 2 9] (5$^ A' ii-CH 2 -xu-o-^M 
*U R ' &tFR b ' i4^]-Xt±^*oT{S®T^dr/W 
S£S!*-r3„ ) 

[0 0 3 0] R 5 ^*StJ^ Qffl.T/v*/vm. k Kp 

x, r 3 , r 6 , r 7 rxir 8 »mm^mtt><D 



[0031] *&m\z&t>&fc&«i<D o hx°mmm?£ 
t>©fi, a; <i) Kjsv^rRi &i*r 2 asiai-xtt** 

xf/H, 7pt>i, /fy/Ptr/H, t^a- 

6 ry/wsxi^^p^nfcVvy^ST-fo^, r 2 
#7xi;Hxi^p^y!)L< »y h^-ee&Six 
fc^^i/Uffe!), Ra^sffH^-efc , R 5 &7k 
mm** ^f;n> xf^sxtttfp^-y^f/nt* 

fcoT, R 6 ^y^SXi47^pp;^-efe5^\ 
!4R 5 RUR 6 ii-tecT- (CH 2 ) 4 -fcj&R 
U R 7 £v)cJHMT\ AP^yJg?, Cj ~C 3 7;^ 
^>m, h V y^/vS, 7?ylI!fcFpl 

Rgfls**®^*) 9, xxt/R 4 ^WS^PI 

[0032] -mBW£ik-&m\±. it (i) d&^xx 

^-o-Xi±-NR 4 ' -r*&9, Rj &tfR 2 #11— X 
i^S^oTpp^/vS. 7"p tVUXIl^'f/UffcS 

t>\ sv^iRj ^y^wa. pp^/v^. ^pt>s> r 
y/v-sxfi^yn^ptvvy^/vs-r-. r 2 j^^-a- 

*>, r 3 ***jR : ?--e, r 4 ' asjfcjws^ y^^xii 
pc^s-efe^K iKv^iiRg atjfR 4 , is*iibasilt'g > 
i-aRsws^ &u«at*jR : f : i:-iitK:ftorfcro y -yyx 

(42, 3-ytKP-lH-^fyK-;^«U R 

7 Jjs**]!?^, ^n^>jgpf s y Y**sm, Y')-7)Vir 
n^f/vS> T5y*Xtt=hB*T?*)5, R 8 

js^-e&t), r 5 mr 6 ^Kt&tjfi^fcfewtmc-e 

[0 0 3 3] #ic»ig^fb^%t TIBS: 

( i ' ) x\t d" ) t?«snai»T5 KiNitffxtjt 
^©^awirfF^^tbSKWjpifi^jf ens. 

[0 0 3 4] 

[fb l l ] 




[0 0 3 5] (Sf, X' ii-0-i.[4-NR 4 " 

Sv^R/fi^^/vS, pp=f/vS, 7nf 
/v-S, ry/vsxiiv-y p^pk/vy^/v^^r, r 2 '(4 
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->7i-;H^t»L, R 3 ' iS^JS^&lcBicU 
R 4 " te&mmi; 7<fvvS3m^fvvSSr;i5feU R 

[0 0 3 6] 
lit 1 2 ] 



H^-CHs— CO-N 




[0037] (s;tfj, r 5 ' h:**^, * ^^mxt±3L 
^-^m^MMi^ r;, r 2 \ R T 'nMmzmzt><D% 
mm-rz, ) 

[0 0 3 8] LTi±, li 

[0 0 3 9] 2- [2- (4-^PP7x^;V) -5, 
6 -vM^vV-4 -h°y ? ^7 5/) -N, N-v 5 

[0 0 4 0] 2- [2- (4-^D7!^H -5, 
6 -v^fvV-4 -t°y 5i/=;V7 5/ ) -N, N-v 5 

[0 0 4 1] 2- [2- (4-;nB7i=/H -5, 
6-^^^/U-4-t°y 5-^7 5/] -N-^^/W 
-N-^a^/PTir I- 7" 5; K, 

[0 0 4 2] N- (4-7PD7i-;H -N-^^/W 
-2- (5, 6-v ; y^;U-2-7 J: -;W-4-t°y 5 

•^75 7) Tir h75 K, 
[0 0 4 3] 2- [2- (4-^ph7i^) -5, 
6-^f/l'-4-tlv^7^/) -N- (4- 
7Mp7x=/i-) -N-^f;V7th75K, 
[0 0 4 4] 2- [2- (4-^pp7x^) -5, 
6 -^^^/V-4 -t°y 5 v^KT? /] -N- (4- 

[0 0 4 5] 2- (5, 6-^f^-2-7i=^- 
4-tf y 5^=;V7 5 7) -N-7ii/V-N-/pf 

[0 0 4 6] 2- [2- (4-?PP7i^) -5, 
6 - v 1 ^ f 4 - fc" U 5 v==;P7 5 7 ] -N-:x.^yw 
-N-7i=;V7-b 5 K, 

[0 0 4 7] 2- (5, 6 -*J*=3-/V- 2 -7i-*- 
4 -t°y 5 -N, N-^r/nbVWTi? h 



[0 0 4 8] 2- (2, 6 -i?7i=;l'-4 -fc"!I 5 V s 
^/V7S7) -N, N-^7 , ntW7th75h\ 

[0 0 4 9] 2- [5, 6— (4- by 
* f/V7i -/V) -4-f!)5 v>rvVT 5 J ) 
— N, N-^nf^7th7?K, 

[0050] 2- [2- (4-T?/7^=/V) -5, 
6 - 4 - tT y 5 v^/V^vO - N-^/V 

-N--7^~/vr-t? hr 5 k, 

[0 0 5 1 ] N — (4-^07^) -N-^^/k 
-2- (5, 6-i/^f;U-2-7i^-4-f!J^ 

[0 0 5 2] 2- (5, 6-^f;k-2-7i=;k- 
4-f!) -N-7i^;P-N-7Pt" 

[0 0 5 3] 2- [>^yP- [2- (4-?pp7i^ 
;w) -5, 6-^f;v-4-f!)5^-/v) 757] 
-N-7x=;V-N-7"Df/V7t F75 K„ 

[0054] (I) ©fls^fc^t:ft5fls31S>©a# 

* $ ti&ik&yvATfz <D£mmciff& s ft 5 sm+jps^ 
*rf kftSo 

[0055] *w«©« i - e mmcmm^ 

[0 0 5 6] Ac : Tirfvwg, 
Me : 7< f-^S, 
E t : xf;H, 
P r :7p tfA-S, 
i-Pr :-<y7"Pt";Vl, 
B u : -fj-frm, 
i-Bu :^y7*^/VS, 
CH 2 A :-77p/p kVV;* 5vV*, 
Ph : 7x=;vS„ 

[0 0 5 7] tfcoT, 4?Jx.(4*Ph-4-Cl 144 -?uu 7 m 
~rvm. Ph-4-Fi44-7/v^-i37i-yvSSr*'1-o 
[0 0 5 8] 
lit 1 3 ] 
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NH 
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NH 
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NH 
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NH 
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Ph 
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NH 


















Et 


Ph-4-Cl 
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NH 
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NH 
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NH 
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3-F 


0 


Me 
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NH 
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NH 
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Et 
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Ph-4-Cl 
Ph-4-F 
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0 

0 
0 



[0060] [0 061] 

Mil 4] m2] 



X-CH 2 -CO-N 



Ph 

Ph-4-Cl 
Ph-2-Cl 
Ph-4-F 
Ph-2-F 
Ph 



[«31 
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4-F 


NH 
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Me 
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4-F 


NH 


Bu 


Bu 


Me 


4-N0 2 


4-F 


NH 


Me 


Ph-4-Cl 


Me 


2-Me 


H 


NH 



[*4] 
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a 2 Oft* 
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4-N0 2 
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Me 
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4-F 


o 



[0 0 6 4] HI: 16] 

lit 1 5 ] 




Ph-4-Cl 
Ph-4-Cl 
Ph-4-F 
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[0 0 6 8] ( I ) (Djtl 

[0 0 6 9] mm (a) 
S (I) WS^T, X*!-NR 4 

fas (id 

[0 0 7 0] 
lit 1 7 ] 



Ri 


R 2 
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Me 
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Pr 


-CHjOCHjPh 


H 


Pr 


Pr 




Me 


Pr 


Pr 


-CH2 OAc 


H 


Pr 


Pr 
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-CH2 NHe 
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-CH2 COOEt 


H 




[0071] Kip, z imm^ximmm^MM 
mm T;v*^mtfi%mtsntcmzwzmt:%^ 

U R 6 , R 7 &UR 8 teff!«S^Cfc©£I:B£-f 

60 ) xmisnz>fc-&mtTU& an) 

[0 0 7 2] 
[ft 1 8 ] 



R4 — NH — CH — CO — ( III ) 

[0073] csw, R 31 »*lfe^, mcr/v^/vm 

XHtf*S£*Wi:fc Yu^'y mm T?V^;vm^MM 
[0 0 7 4] SdDiijoV^ZT^StlSliiBtJS^-Xfi 



t *i^H Z ©J^-eiftK L#5JS^ XtiS^s 
=f-^ *9 >-x/v*^/v^-dr->©i 5 4f£l7;v^r;vx/v 
<d i. 5 ft by ap^; ^ 9 yx/vft-svtti/^ 

[0 0 7 5] ±|B5t (II) RX&Z (lll)roR 31 ^R 51 

v\ 3 -7"n^e^cy> ? /v^-^-->' N 4 — 
vvv^drv^^lf b^5 0 5$ (II) t*3V^-CR 51 -e^S 

3 - 1 L< S4 - ^ n n^y^t*V*/«= 
AT 5 / , 4 -^P*'<y^t^i'*;^^7 5 
A 4-7/^p^>-^/V:^^#/1--/K~/V7 5 A 4 
-^M^^VA^A'T? A 4-^ r-=3r 

(II) [c*5^TR 51 -e*^ix5»«$|xfc*/v*>^ 

sx ».# * t », Jn*^fi?XttJn**^?ic 
[oo7 6] sdDT-^^ixsft-a-^tsdii) -e^s 

[0 0 7 7] SfIO**ffli:Lm hA^V, 
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?A©±5ft^T/K*y, Sl*itFP?A, £gg| 
^200 °c-c\ »*L<(4ftioo t~$ii70 t-e&s,, 

[0 0 7 8] ^t)tpOR 31 S:05/X14R 51 ^^a^ 

[0079] *jp**^f n^f-t^o rtT 5 r t as-e 
[0 0 8 0] *Jn*4W¥PH:^lii^oTff 5 - tffX- 

/kstft* y j*(d i. 5 **»^t^* y , «ih- b y ? 

[0 0 8 1] JS0PSH&&4tKlI)H:, «*.HTB5S; (IV) 

[0 0 8 2] 
[ft 1 9 ] 




[0083] (St*, Y^mmk^-ximnm^MM 
u r 51 ^ r 6 , r 7 rt!r b imnKmzh<D&mm 

■5. 

[0 0 8 4] ^n-y>ft(4, (IV) 

^p^fM HHfty>-) 

i£SJS£*5r fcteLiOfrfrftS. ^A'*=/Wkf±, 
0«>ttf5S; (IV) fcfc^TYtfS&igjg^&Srts^tot* 



/vfr=./v? n y k, by 7;v*D^^y?;/v*y|t* 

[0 0 8 5] ffilS^K (IV) t±rfJjg£;ftTV^/>>\ ^ 
iig#>k£l]CO?Ji£, #lx.ifj. Am. Chem. Soo. , 74, 842 
(1952), Chem. Ber. , 95, 937 (1962) RXfJ. Org. Che 
m. , 29, 2887 (1964) &mc1&nZ^ffl 1 , 2 0RU4 

1 (1) - (3) (C|E«W^Xi4i^bt3pDfc73^ 

[0 0 8 6] *RjfeK*iW5 f> 5 -^©JS^H^ft^fc 

2- 3 2 0 5 8 ^«MtFtmE##« 4 5, 5 9M 
[0 0 8 7] Stfe (b) 

5t (i) fc*sv>T, x^-o-r*&9, R 3 ^*»JS^- 
•CifoSft^ttTIBS; (ir ) 

[0 0 8 8] 

[ft 2 0] 




[0 0 8 9] (j£(f», Z/il/^yylf^IftL, R 
51 , R 6 , R 7 RXfR s ttlWiK:|HIDt«)ft*Wci- 
5. ) -e*$ft3fl;£Wfc~nE5£ (V) 

[0 0 9 0] 

[ft 2 1] 



HOCH 2 — CO-I^ 



(V) 



R 2 

[0 0 9 1] (5^, Ri MR 2 HfrS^UCfecoSr 
[0092] sfc di' ) <D^mt^ (v) <r>tt&mh 
l, ? =f)v^)Vr Y 

v?^-drf-y, Wy-iJ*. ft^^7K v^^^V* 
/^7 5 K, i?*=3-/v*/V7$-^sy-mmi hfa%> 0 MM 

t i^xitTKmiti- h y v a, h y ^,kt 5 

^)-10°C~^150 t:r\ L< (4^10 c C~^j70 <: C-t 5 fc 
[0 0 9 3] ^%^©R 51 ^{*aS^#-r5^(- 
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[0 0 9 4] mWt^m (V) f±, m«TfB3; (VI) 
[0 0 9 5] 
[ft 2 2 ] 

ROOC-CO-N (VI) 

[0 0 9 6] OS*, RMS&TVi'^S^SnfcU R 

[0097] s; (vi) ©ft-g-^)»ii5c«, j-zj—^, 

my^v&<Dz.o tm^m^m </ \ & - 5 °c~m o °c-e 

[0098] mi§ft« (vi) ttg*^p©*ffiai5«aE 
##«8 i (i) tia«o*ifexttrixe>{rJpcfc*fe 

[0 0 9 9] tife (c) 
* (I) m*SV^"C, XtfS -o-T'fc 3ft ilrtlf* TIBS 
(IVa) 

[0 10 0] 
[ft 2 3 ] 




[0 10 1] (j*«f», R 51 , R 8 6 , R 7 StKR 8 tiffjlt 
(VII) 

[0 10 2] 
[ft2 4] 



z^h- 



^H-CO-l/ 11 { VII ) 

[0 10 3] (5£tp, Z : , R 2 &tfR 31 fi|&» 

^IPICtroSritSc-t-S. ) 3 *i5ft£* 

[0 10 4] S; (iva)©ft-a-»ts (viDcDft-a-ftir© 
KJSfcH:, iufESffi (b) T?a^fc»jK, KJ£?& 
«^5r^©*4{$ffi-r5 n t mx% 5 0 

[0 10 5] &d&*«f»©R 31 XtJ«/XMR B1 ^fiMSIS* 
*-f-5#^tt, §Kfe (a) «^t^«(ibriP7Kig 

a. 



[0 10 6] S; (vii) <Dft-g*i4, Sf*<&&©2f&, #| 

£ff WBSBS 6 2-6 4 tSIB#*01J 8 3 [CfB 

[0 10 7] Mm (d) 
A ( I ) ©ft£*Bu TIBS: (VIII) 
[0 10 8] 
[ft 2 5] 




(Stf, X, R 31 , R 51 , I| , R 7 MR 8 

&m#kTls& (ix) 

[0 10 9] 
[ft 2 6] 



H \ r (IX) 



[0 110] (S<f\ Rj RUR 2 ltMi%KmZhO% 

E»i-5o ) -es^ixsft^ftt^ss^*, 
[onus; (viii) <D{to^<DEUffimm#kLX 

ny K) Sr^lf5rt;6S-e§5. IS&^x? 
tLTi±p-=hn7i=;H7,r/V, 2, 4, 5~h 

$ K^^x/vas^ff ctuSo mm^tvxa, mem 
mitvxti? vA,&m^/i,, ? v>vmk4 yy^sv 

^^/v£©^g?*zMl3, ^p/vKI7x^wI5 

tV^ y ^» J; 5 fcr/u* >-|£fc ©?S^I£«7X 
S (Vlll) roft-a*i*Srfflv^5*§- 
iC}*, N, N' -*J*y? xi^-y)Vti)Vif^y4 5 K, 1 
-zn^/V-3- (3-^f/V7^77 , Pt» 77^' 

5 KiSlfefS, N, N' -%svtf-;u*M S^*y- 
/K N, N' -*;Vfo^3A^^F, l-^h 
^>77/V/J^/V-2-^b=3rv'-l, Ko^r/ 

y y, ^y^^/v^^^y/vTv^K, 7°D^y*^*y 
l£feM&, -o-y' h y ry'-/v- 1 -4>vir*r=y- h y 
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[0112]* (VIII) ©flS-g*XB:*©SJSffi(l*fr 
t* (IX) ©ft^fefc©K^f4, »&*Xtt*JSKTfc 
fffcttSo ftffl-f 5»KH:, JS»ft£*©*iS^ti£o 

tvHK, fift^f-i^, ^pn^ois^ti^ 
ft«ft**it, 31 ^y:/n/V-/MDj;5& 

fv^D^/v, imitm-fbh, z-hbtDmmtez 

Wilt, *W4 2M«i:?J^L-Cffl^ibtl3„ * 

MtLTH /XSIft^hy *IWfc:*5>J'A©J;5 
&*M;t/v# y , &im-mj?a, Ki£#y?A»i 
5&K»r/v#y, by^A, j*gbk»#y 

^ACi^iKi**/;^!), i£W4 h y ^/UT 5 
V, h y -f^/VT 5.V, vJ-fy^n bVl^^vvr $ V, 

* (ix) ©fb^<oifi*Jft-e*ia5rit>-ef 5. 

iif^-30°C~»200 °C, »JL< i4^-10°C~»150 

[0 113] 4jJftfOR, 1 St) l /XttR B1 i8m«Sft 
SBfe (a) ©^tlfllfcteLTJq** 

[o 1 1 4] * (viii) izjs^xx&mMm+thsfc 

flPfc, tfJfB* (IVa)©ft£*iTlB* (X) 
[0 1 15] 
[ft2 7] 



[0 116] ^S^lPf^Xt/R^Jiffffif^Cfe 

©*E*-f5„ ) •c«*n5'fb'&*t*aBfe (c) Tit 

[0 1 1 7] * (X) ©ffc3*ttmjE3*VO^a\ s£ 

[0118]* (VIII) M*5VvrXtfS-NR 4 -TfSS 
nSft^ii, «x.«fufS»ffi (a) [z.£*)mtfZ>- 

fctf-ets. mh, ttriB* (id ©ft-a-^tTie* (x 
I) 

[0 1 19] 
[ft 2 8] 

HN— CH-COOR' < Xl ) 



[0120] (*(K r' tiffiiRT^^S, ^y-^ 

[0121] xmztizit&mtzmm u) -ca^fc 

[0 12 2] * (XI) <Dfc&m$ftM£tlX^?>l>\ -$L 

vv* g ffc£*n ©^jsfcfc: j; 9 5 ^ fc tfx t S 0 

[0 12 3] gfe (e) 

(ffi«) TA-^^S-Cfca* (I) ©ftl8*t^ 
TI2* (XII) 
[0 12 4] 
[ft 2 9] 




, R 



7 su«r 8 iiftj^ir^D%cD^«*-f-5 0 ) -c«$ns 

ft-£*£TIE* (XIII) 
[0 12 6] 

[ft 3 0] R 11 -Z 1 (XIII) 

[0 12 7] (*(f>, RnlittT/^/l'i, &kT)V 

[0 12 8] ^SftSffc^ttiSrKJSi**, j£JSiyS 

c-c*fig(ifti©*»a;srift«t r t m «t 9 M^-r s - 

[0 12 9] * (XII) t* (XIII) ©ft£* t 

'^fA^ATS Ka^WMua. 

1?JtLTtt, ^ (a) \mMLtcm.MRTf*m^h 

fiaSftfMf K J: 9 Jifc 5 is, a^ft o °c~»200°ct\ 
SSlOMfft-?- M> ^A^ffl^5»^tt»*L<tt»0 
°C~^J50°C^W*LV\ 

[0130] ^%^»r 3 rv/x\*r b tmmmz 
[o 1 3 1] * (xiD«ft^i4, mmmm u) 

V^T. * (VIII) Oft^iiR 1 ^*»Jg^fc5* 

(ix) ©ft^^Mv^5rt^c:i9Mjg•r5ri:^r•t 
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5„ 

[0 13 2] 5£ (XIII) <Dfc&m*, TfJjg^TV^ 
[0 13 3] ff|fB»?£ (a) ~ (e) SrjdfrTS*^, 

if, * (I) ©{t-&*©-|fBB:£tTI^-t-*ifel-J;oT 

[0 13 4] a (I) fc*SVvCR B ^7 5/Sffc5ft 
S (I) K*Sl^TR B ^hnltfcSft-a* 
«r f & «t t) JtTC-f 5 i ic i 19 8^1" S ^ t *S-C t , 
n©^«fe«rftJ£©HlteMl 2 2M1 2 4 Kftflqtofcjjs 

-T„ 

[0 13 5] s; (I) (C&V^-CRg ^t^vt^/S-c 
feSft-a-feii, S: (I) t*5V^-CR 6 ^T5/S-C&5 

titrollMl 2 5{c:j|f«<jt^-f 0 

[0 13 6] * (I) fc*5VvCR B #t Kndri/ ({g 
m r^/v*-C&5ft:-&*M:, St (I) ivl*3V>TR 5 

afi-c? h 5 fb-g* & #ifeic ct 5 Stc-t 5 r £ «t ij Mig-r 

[0137] ^ (I) {C&i^-CRg Kodf^S-Cfc 

3ft-a*fi, 5£ (I) {C*5^TR 8 ^M h^s-efcs 
fl^& JWbfca^&s-t 5 r t £ u 5 r. t tfs 

[0 1 3 8] H(nE#J«SfeKJ:i9»F>ti5^»tt, 
vh^y^, sag*, s«fcls*cD«ffi(c«fci)*(g- 

ffi*£*-f3#1^©S; (I) ©ffrg-fcH:, ^«ot 

£■5. 

[0139] S ( I ) ©fl:#*©£«StfW*tt#tt:, * 
ptF^77^ -#©^^^oT5t-K • SKI"* r <t 

[0 14 0] 

MM] «TKSC (I) fflf^fcffl^tftSKl/ij^ 
[0 14 1] : (f»*B3l (a, , co 2 ) Xtf*ffi 

m ( ffl3 ) ^>^r^\i>st»im^vtm — bzo) 

Stephens, D. N. b©^?£ [J. Pharmacol. Exp. The 
r. , 253, 334-343 (1990)#PJ tWU BZco 3 § 
mtm&mtRV&mftim & ©H m* , Schoemaker, 



H ©*-ft [J. Pharmacol. Exp. Ther. , 225, 61-69 (19 

83) mm) i-2p« LT=ff o fc 0 , co 2 RXlco 3 ©g 

^f*MH & Ji 7 ~ 8 S^-© -^tttt O/h 

JH (<o L ) . *K (co 2 ) U 3 ) 

[0 14 2] frmxt*^\£2tffi&<n*.%}V±W&M 
(50 mM MJ P H7. DSriPx.*^ 

WXLfct, 40,000 gT15^KS^Lfc„ #e>*lfcifc 
*SrH«l©»^t«t?) 4 0gfe#«, -60°CT-24B^Sg 

#fc:h,fcifc*£i!g£i*Ifeffl8«iS I (120 h y 

5mMifrft# y 2mM±g{b*/^>>>A, 1 mM±& 

ft^^r>>?A£^tf50mM by^-^||fff«, P H 7. 
4) (1 g «Smi/40 ml) Lfct©^B Z Wl 

W«H-20f&£©*?frLfc^WgUBS«i8lI (100 

mmt-r b y ^a^so mM y h y ? a- y y 

i£# y pH7.4)SriP^.**^>rXLfc1l, 
4Sl-fifefc^'-if^ii LfdHti££40, 000 gT*20#W 
is^Lfc 0 #^tLfci±S4rgtfMlIii!lffi (lg«?I 
fifi/100 ml) Ufcfc©£B Z co 3 S*#:lftI n n D t LT 

[ o 1 4 3 ] iiit y # >- Ksof^sai y*'yKtLt 

14, BZ Wl &Va> 2 g^^W^!Ci4[ 3 H]77V-rif 
^/KRo 15-1788) (ftttift (»! :0.3nM) (co 2 : 
InM) ] fc^^b^^A (ft^ftglOMM)^, BZ 
co 3 g»fr^f*iitr}4[ 3 H] Ro 5-4864 (4' -^nn 
i>r^:7-?PP-l, 

;W-5- (4-?pp7i=^) -2H-1, 4 — <>- 
y^TiftV- 2-^y) (*^«^0.5nM) t^Tif 
(*^jtai00 ^lOSr^r^ixfflVt. ^ydr^-< 

37°CT?30^>^, BZco 3 S^S^f«^(4Ot^l50 

tfdf-^yy (bicuculline:*^ISitlOO mM)#^T(- 

[0144] g§#^^,#i4«T©ft^^]«TlTo 

fc. ^mti-its^©f«ft^, hy^^Atim 
y a> k, g«*sitip°DSw^W«ffi«l«i* i xttii 

^D^T^ilml©gJS«i: L, S^f*Mgp° B ©^Pi- 

t/ctiii y Kfc*^— (^5 y^ 

*H) «rfflV\ yyh-7yGFM7X77^f^- 
t>i', 7kftLfclSfn« S.tKco 2 T*(450 mMby^ 

-mmmrnm ( p h 7.7) ; o> 3 Timmmi) 5mi-e3 

0«E?^Lfc o ft«-?§tti47 .f T7V^# L, 

»^fl^-i'3^^A' (ACS-II, 7-7-y-fAtt 
«, *H) 10 ml ^rJPx., -g^PKILfct, v-y^ 



(IC 50 f) I^Df^ffiftfefc. ^VVT 



33, a7~9(C*Lfc{t;-a-*ii, •<>-V , v>Tiffc'Vco 1 

00 nM K_hT*&ofc 0 
[0 14 5] 
[*7] 





0)3 




u m 


0)3 






I C 6 „ 


(nM) 




I C 60 


(nM) 


1* 


3. 


1 0 


2 6 


0. 


2 8 


2 


0. 


97 


2 7 


0. 


1 1 


4 


4. 


36 


2 9 


0. 


8 5 


5 


1. 


2 8 


3 5 


1. 


5 1 


6 


0. 


2 3 


3 6 


1. 


44 


1 0 


0. 


7 0 


3 7 


1. 


6 6 


1 5 


3. 


8 6 


4 1 


2. 


5 3 


1 6 


4. 


0 0 


4 2 


2. 


1 5 


1 7 


1. 


9 7 


4 4 


4. 


9 8 


2 2 


3. 


2 6 


4 5 


0. 


7 0 


2 3 


1. 


7 6 


4 7 


0. 


1 6 


2 5 


1. 


9 3 


4 9 


0. 


2 3 



[*8] 
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a 7 Oft* 





0)3 




u. m 


C0 3 






I c 6 » 


(nM) 




I c 50 


(nM) 


5 1 


0. 


3 2 


10 6 


4. 


24 


5 2 


2 9. 


5 


1 0 7 


4. 


2 3 


5 7 


5. 


3 9 


10 8 


1. 


2 1 


5 8 


1. 


6 2 


10 9 


2. 


0 9 


6 1 


9. 


8 0 


1 1 0 


1. 


9 9 


6 5 


1. 


6 6 


1 1 1 


2. 


0 5 


6 8 


2. 


1 9 


1 1 2 


2. 


3 4 


6 9 


2. 


7 5 


1 1 8 


1. 


0 7 


7 0 


1. 


1 2 


1 1 9 


1. 


4 5 


7 6 


1. 


3 3 


1 2 0 


1. 


6 3 


7 9 


0. 


8 7 


12 4 


5. 


3 5 


8 1 


6. 


9 0 


12 7 


4. 


3 5 


8 3 


5. 


0 2 


1 2 8 


0. 


7 9 


8 4 


2. 


04 


1 3 0 


1. 


3 1 


8 5 


0. 


1 8 


1 3 1 


0. 


8 9 


9 3 


4. 


1 0 


13 3 


2. 


2 0 


9 7 


2. 


2 7 


13 4 


3. 


0 7 


10 2 


3. 


3 1 


1 3 5 


3. 


1 7 


10 3 


2. 


9 0 


13 6 


0. 


3 4 


10 4 


3. 


44 


13 7 


0. 


9 3 


1 0 5 


4. 


1 8 


1 3 8 


0. 


5 3 



[0 14 7] [*9] 



a 7 Oft* 



[0 14 8] *7~' 

Z co x Z to 2 I C so |t^lOOO nM W±"C 

* 5 r t 6 , #3S?H .Mfr&»as»&«Jfc:|lrt fc. 
BZco 3 S^t^-f-S-tttMb^-C&S. 
[0149] »W2 : §U • 9£fgfSH (gt^fftH) - 
—Crawley, J t Goodwin, F. K. b<DW ' Bfflt«?£ (Ph 
armacol. Biochem. Behav. , 13, 167-170 (1980) #flg] 

[0150] zom • m&v&imti., v^^^f 

©If o#S^fflrV^#3fSr0tf^tt*fJffl U 

& 5 W 5 v -coffin «jJSF@i^M©itan SrHttSb*© 





0)3 




BE 


m 


C0 3 






I C 60 


(nM) 




I C 50 


(nM) 


1 3 9 


0. 


3 8 


1 6 


8 


0. 


9 9 


1 4 1 


0. 


1 1 


1 6 


9 


1. 


1 5 


142 


0. 


0 8 


17 0 


0. 


9 9 


14 3 


1. 


4 0 


17 1 


1. 


5 6 


144 


0. 


3 1 


1 7 5 


1. 


9 0 


145 


1. 


6 0 


1 7 


8 


0. 


5 7 


14 7 


0. 


5 2 


1 7 


9 


4. 


3 0 


14 9 


1. 


14 


1 8 


0 


1. 


6 5 


1 5 1 


0. 


5 8 


1 8 


1 


1. 


6 1 


15 5 


0. 


7 6 


1 8 


2 


4. 


5 7 


15 6 


4. 


9 6 


1 8 


3 


8. 


7 5 


15 8 


4. 


0 7 


1 8 


4 


0. 


8 2 


15 9 


2. 


0 0 


1 8 


6 


2. 


3 9 


1 6 0 


4. 


3 0 


1 8 


7 


9. 


7 1 


1 6 1 


1. 


0 5 


1 8 


8 


5. 


24 


1 6 2 


1. 


1 9 


19 0 


4. 


0 0 


16 3 


2. 


64 


1 9 


5 


2. 


0 0 


16 4 


0. 


2 9 


2 0 2 


5. 


3 0 


16 5 


5. 


0 7 


2 0 7 


7. 


2 


16 6 


5. 


4 0 


2 0 


9 


2. 


2 


1 6 7 


0. 


7 9 












J Z co 3 S^fr 


m<Dwm (20 x 


17X15 c 



Htzmm (15X17X15cm)iSjl»U 

ssKiMBi-etsHn (4.4 xs.ocm) zmmzmw 

(35X17X15 cm)£fflVv-CfTo7c 0 
[0151] I*K!C(4^S25~30 gCDStd-ddY 

ii¥ioE.ffli^ 0 &mi\&to<omn& j f3oftm£ 

-r 5 1* mt © m n m m &m m m & * * ± 0 
[0152] j*»fb-&*©tn:^^fflSb*W:, ffi*n$«r 

^ife, 5%^ift*) imtbbn&m^tftm. (med) 

T?SL/c 0 S»£i5l OCiSt. 
[0 15 3] 
K10] 
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(mg/kg) 


m^mm (mgAg) 


i* 


0. 


3 


3 5 


0. 


1 


2 


0. 


0 1 


3 6 


0. 


3 


6 


0. 


3 


3 7 


0. 


1 


9 


0. 


3 


4 2 


<o. 


0 1 


1 0 


1. 


0 


4 5 


0. 


1 


1 6 


0. 


1 


5 2 


0. 


1 


2 1 


0. 


1 


1 3 6 


0. 


3 


2 2 


0. 


3 


13 9 


0. 


1 


2 3 


0. 


0 1 


1 5 0 


0. 


3 


2 9 


0. 


0 3 


2 0 2 


0. 


0 1 


3 1 


0. 


3 









* mmm i co^^scft-rs mr 

[0154] il O^Lfcft£*ti, 1 mg/kg£J(T<0 

0.3 mg/kg £AT»S-^fi-t-ft^{^Sr^Lfco 
[0155] jOfeflil 3 : 4 V=-TV mmmxmii^^K 

KI4GA B A!k-&f8.Bmx~h 5 ^/V^ 5 V»JKJ*$?Sliif 
SrPl*1-5co-e, ^y=T^KWH"3i:JliftGAB 
A*ro«*M;:S<5< Mfttttt^ft^WSSSSft*. Aut 
a, J. tb<Djjfe [J. Pharmacol. Exp. Ther. , 265, 649- 
656 (1993) #JS] fcipJJtU ^mk^fyKD^y-TW 

Wlft-ett, GABAaS*#«IB©IW«W*V^H:«»W 
h7kFnft^/Vf3Xft» (THDOC) # 



[0 15 6] W;^i^i4frfi22~24 gCDStd-ddY ^*ttt^ 
WV = r^K (200 mg/kg) SrfiTftJj-Lfcc, %<DiM$k\Z 

[0 15 7] »Wfc^©ftStffUBatfjH:, 
iclJt|S5L^^W^jE*25%*iJnM*^*5ffi* (E 

-To 
[0 15 8] 

[in] 
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ED !S 


(mg/kg) 


ED 25 


(mg/kg) 


r 


8 2 


2 


44 


2 2. 


4 


2 


6 5 


6 


4 5 


9. 


6 0 


4 


5 1 


2 


47 


7. 


6 2 


5 


1 5 


1 


4 8 


7. 


6 7 


9 


2 5 


5 


5 0 


2 7. 


3 


1 0 


3 6 


9 


5 2 


2 3. 


5 


1 1 


4 7 


5 


5 3 


1 1. 


3 


1 2 


3 1 


8 


5 8 


1 1. 


8 


1 7 


4 5 


7 


5 9 


1 4. 


8 


2 1 


7 2 


1 


6 0 


2. 


1 4 


2 2 


5 0 


3 


6 1 


1 7. 


7 


2 3 


4 0 


8 


6 5 


3 1. 


1 


2 5 






6 6a 






2 9 


6 7 


5 


6 6b 


7 2. 


4 




8 5 


7 




4 3. 


8 


3 6 


54 


2 


8 3 


7 0. 


2 


3 7 


6 1 


9 


1 7 1 


7 6. 


4 


4 2 


5 8 


7 


2 0 2 


6 8. 


9 



[0 15 9] *1 lKTjkLtzit&mts 100 mg/kg^T 

(Dit&mmo m/kg^Tco&^i-efetit i 

Ltz 0 

[0 16 0] fflfeflH : 37— y^SilSH»^«HWI*lfc 
1 3 ^3SMffi#fflMi*fHiTrethan, D. E. 

£>{::.£ 9 ##£*ifcfU*tty ?^^x>-?fcD [J. E 
xp. Med., 146, 857 (1977)#PJ , ^Ofg Kakimoto, 

k. bicx v ^7-?vmmmmmmmm\t*:<D%& 

mmunol., 140, 78-83 (1988) ##J 0 

[0161] ^y-?^mmm$kmmm-i, Kaki mo 

to, K. (ifSKakimoto, K. t><T>lCMfcm 

CTtTofco TOkLfc4*fr£3l5»^7°Il3 



VF^iT'^a^y F (Freund' s complete adjuvant; 
DIFC0 Lab. M, *H) i?IftLT^-4xv;^ 3 y 
iLt„ >-150 Mg SrDBA/lj^lttt^'? 

* (61^; B^^-Y-zV^U/^-M, 0*) ©Jl§Ro 

«trL.Tfl5!tL,fc^^3 ^150 M g SrfftfSlBolt 

33, ®W&im&Z9&m{b&® (10 mg/kg) £»BS 

ns^bfc. iliMs nm*bms. Biffi^»ise© 

ggSr^BSWic^HSU Wood, F. D. P>©*& [Int. A 
rch. Allergy Appl. Immunol., 35,456-467 (1969) # 

m\ t-<PCTjti 2\c7jk-r i. 51-5 gptff « tbfc 0 

WIS, W«K©4®9f©#^©-a-trSrHSi^cD^=irt 
U ^ 1 «r#fc^«r3SiS0 t bfc 0 

[0 16 2] 

[$12] 
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ff 15 


m# 


0 




1 




2 




3 




4 





[0 16 3] ^K^fi^Lfc*ffll¥-ei4U]0^^2 8 

4 0B@t, mmm 1 3 e 

-Cfl 34Blt > Hlfefll 1 4 4 Oft^-Ctt 3 7BII; 
1W9 3, 1 3 6 Rtf 1 4 4 ©flS-g-ttS-^ITCttu Mffi 

[0 16 4] *il*«»BT?*5j&iO*ffi»3 1 Bit, 

feofc 0 Sfc, *»«*B-C*5jaJltfe«E!fe3 1 B g 
-P, SSKM2 0 6 «)fl:^*S!^»-CH:, 1 6«*2«K 

5iMl&ffi|g3 lBBtl 6 W80iJ(£^Lfc<£>#.-e 
* 9 , H*M 2 0 7 wft-a-^S^PTii 1 5 «(p 7 



16 5] ttjfegi5 : ^y^yymmmw^mmm 

2 35-y^fl*liffli|feffll*Ji*IftH:, Kakimoto, K. 

h<DMik (JifeKakimoto, K. h<D3M.»m fciptTfT 

ofc„ bp*,, ^pas^^^^yii^^-y^ 

h (Freund' s complete adjuvant; DIFCO Lab. JJ, * 
v>3>-150 /tg £r DBA/1 j^Hfttv ( B#^ir — 
ofco 2 1 B^, iiatiajSttU-CWJULfca-r^g 

^150 n g ^suJi^oitisicawLTiajn^^fi 1 

i\ B8»&&?fi:iBL;fc 6 fc*s, WE^rofuB £91£|£ 
ft^*10 mg/kgSr 5 P MiliRS^a, 2BMtt3IU 8 

*ffi©sasr«iis«]^««L, $t 1 3 ^-rs^^^o 

T4SPtffF«tLf^ W!u&, WftK©4*gf©W£© 

[0 16 6] 
3] 







0 




1 




2 




3 





P> JxISjmco ^ ^ T (OSS t> ft imM BT'foS ilJD 
3 4 B S-efflM Lfc„ 1 6 5 (iWtJt 

« LT»H«« B t?*>a iUP^S« 3 4 B ST-fjEX a 



7«r¥l,<«lfMLfc 0 »1 7 SCD^fefiJj-Pii, 

[0 16 8] _hfBfitK«4StF5(Og^bP^b^^i; 

HKfiJ6, 93, 136, 144, 165, 20 
6, 2 0 7 2 0 8 cDftM3i±, U ifCD&g 
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x\ mmm 6 , 206, 207 su? 2 0 8 n^mwi 

, #t»l2 0 6©^«>H«»T»V^a* 
ASSftbixfc. *fc, 1 7 8 ©ft-a-^ltiJilB© 8 

[0169] mfcm 6 : #l¥ 1 0 EE® S 

td-ddY^lttt-r^^ (frS24~31 g) frffiJBU Mfe^J 
2, 1 0, 2 3, 3 6, 4 2RXI5 2<Di££-m\CO\,^X 

mmzn^fco 0. 5 % h y^f>- hassiciBwufcWikft 

^fe 1000 mg/kg £SnK^xtei?I£rt&^U S-^ft 

[oi7ois(D ©ft^&i^©£swfcfi^£ 
tbSHftapStt, BZffl 3 s*#K:»uraiRW-e**o 

SM^a ^©ftii©^$i¥») , 0 

[0 17 1] BZffl 3 S^#:{-*fLT]S^T^^o^ 

[0172] (1) 2- [2- (4-^07!^) 
-5, 6-Wf^-4-tf!) -N, 
N - S?7"p tVWTir h T 5 K 2 ©ft-g-tl) 

[0173] (2) 2- [2- (4-7nn7i-/t-) 
-5, 6-^f^-4-f!J v^WT?;] — N — 

m) 

[0174] (3) 2- [2- (4-7no7x^) 
-5, 6-v?7<f-/V-4-t°y — N, 

N-v^x^/vr-fe h r 5 k mmm 1 o ©-ft-g-w 

[0175] (4) N- (4-^071=/^ — N — 
(5, 6-i/^f/V-2-7i=/l~4- 

t° y $ i>~/vr s y ) rthr?K (Sisw 2 9 ©{ti=r 
*) 

[0176] (5) 2- [2- (4-7do7xS/W 
-5, 6-v > yf-/P-4-t°y -N- 

(4-7^71-^) -N-^f^rthru* 

[0177] (6) 2- [2- (4-^Pa7i^) 
-5, 6 -v>y.5vV-4 -b°y 5-^7 5 7] — N — 
(4-7- h^i/7i-yv) -N-y^vTir bT$ K 
«M4 2 0f^» 

[0178] (7) 2- (5, 6-^f/V-2-7x 
-/V-4-t°y v7^7 5 7) -N-7i=/k-N- 
7p tVVT-fe 5 2 ©ft-g-ft) 



[0179] (8) 2- [2- (4-7nn7x=^) 
-5, 6-> ! 7'f;v-4-f5 5-7=;V7 5 7] -N- 

m 

[0 18 0] (9) 2- [y^/V- [2- (4-7oo 

-5, 6--iMfvv-4-fcry ? T 

57] -N-7x=;V-N-7Ptf;V7t b75 F (* 

[0181] sfc, s (i) -es^ns^-a-iftH:, =y 
-y>ui*Bii©*^*f ^m\\m^-t<DX\ y 

[0182] =*y-r>n%mwmztti>mift%*7F 

[0183] (1) 2- (5, 6-'^f/l'-2-7i 
-,V- 4 - t° y $ S^rvV^S") -N, N- v^n tW 

7th7?K (^mm 1 3 6 (Dit^m 

[0184] (2) 2- (2, 6 -^7i=/V-4 -tf 
y$v^/WT$7) -N, N — v ; 7 P n tWTir hT $ K 
(*lfe«aj 9 3 ©ft^t)) 

[0185] (3) 2- [5, 6-^7^-2- (4 

-by 7 f/v7i ~/i7i - 4 - 1° y 5 y^jvr 

$7] -N, N-^oWt hT5 F (*ffi#l 6 © 
[0186] (4) 2- [2- (4-75/7i=;k) 

-5, 6-^yfvw-4-fc°y 5:^=7^^^] -n- 

xf /V-N-7i-;V7t h7 5 K (Htt#!l 1 6 5 ©ft 
£*) 

[0187] (5) 2- [2- (4-7nn7i=;V) 
-5, 6-> J 7f-/v-4-b°y *V~>Vir*r=A -N- 
^f/V-N-7x=/V7th75K (HK#iJ14 4©ft 

[0188] (6) 2- (5, 6-'^f/l'-2-7x 
?-7s;Vt*7) -N-7;n-/V-N- 
/n tWT-tr h75 K 1 7 8 ©ft-g-tO 

[0 18 9] (7) N, N-v ; 7^/V-2- (5, 6- 
:7y^/v-2- (4-hP7;^nyf;V7i^;v) - 
4-t°y * -7^75 7] T-fe bTS; K (fUS0il2 0 6 

©ft£-» 

[0 19 0] (8) N, N-v^fvP- 2 - [5, 6- 
v=7^-2- (4- h y TVl^P^fVl-'T'm^l') - 
4-t°y 5-7-/V7 5 7) Tir bT5 K (Idt«l2 0 7 

©ft-a^o 

[0 19 1] (9) 2- [5, 

-2- (4 - h y 7 a7f;V7x -4-b°y 
757] -N, N — v ? 7°P fcWTir F7 5 K 
(SSftfll 2 0 8 ©flS#4M 

[ 0 1 9 2 ] 5ft ( I ) t LTtt, ft 
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"J*****, »»<>. 01~50mg/kg/ 
B,»*L<[±0. 0 3~5mg/kg/0T?&5 o 

[0193] S; (i) ©-ffc-^ttttiiff, 

Tit. m\#mzjs^x%Risti. (i) ©ft^- 

^^mttffl^ ^f^t/vn-^, if 

y mum? v^v mmy / y ^ y 

jft, njf, /Dt'yy^yn-zK *, ^/-/k # 
ytti/xT-isy&ikt^i/m (hco) , JgfcHhy 
h y i)^, git y v»-**7- h y ? 
a, y >«-*#^ h y ^xyi, w^y 

SI, ^y^/VT/l/a-zv, ^y^^&WSI^fvK 

[0194] ait uttt, #7±/vffl y mm 
m. mm. 'y^v-fm. mmm. m\. mmmmf 

[0 19 5] ftfc, «frMffl(CfcoT(±, fflB*, ftXlt 

v\ fflH*H©»£-fcH:, * (i) Wt-fr®)*MmM£ 

&%^xmm^xhz.<, sfcpHiw, m&m* 

mm*muhxh^\ 

[0 19 6] itltroSSJtt, 5£ (I) tfMfrg-i&J&O. 
0 1 %£Lh, L < i4 0 . 1-70 



[0 19 7] WTi£*3PJt#£>5fb"^Wco^T$ 

• b/K I R^-<^ b/K NMR^-<^ Y;V^\z. 

[0 19 8] Sfc, KTolMS«Xtf*lfe^tri3VNT, 

[0199] [ff jgftgffi] 
A :^/—/U y 
AC :T±h-hDJK 
E : S^xfvloi— r/K 
EA 

HX : n-~.=Jrf-^ 

IP : -f y7°PA7-;K 
M : ? ? J — A- 0 

[0 2 0 0] 1 

5, 6-Wf/I'-2-7i=/l'-4 (3H) -t"P5 
[0 2 0 1] -7- h y h^i/K31.3 g&tffek^? 

y-/v200 micojg^-^ic, o~5t-?^y^r5yyt 

^it23.9 gSriD^Lfco rft£Ot^30£|IHf#l,fc«, 
2-y^/WT-tr h|^i|3i^7V20 gCOfefi^y — 7V50ml 

imit*'R]£'C"/g Fit m mm. mux-so^mw 

WOfc*pH4Kft5*-Cj(STUfc. ffiWfcSrWftU tK 

a»&s»* tr a «j*i4. 3 gSr#fc 0 si£ 205- 

2 0 7°C 

[0202] 2-19 — nm-%mm^m 
*mv\ mmn tiii^-Miu ^3 ixm 

[0 2 0 3] 
Ift3 1] 




[0 2 0 4] 
K14] 
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[0205] 

5-=Fn-2-7i=/t-4 (3H) -tf'J^vV^" 

[0 2 0 6] -thVVJ** f-^v-K8 g RXimfcx-?/ 
— /H00 mlCD?i-^ft{CO 0 c-e^<vxr5^vSKitii.7 

g^JP^fc 0 0°CT?30#fWjf#L/c^ =hB|»xf 
/HOg&tFN, N-v^^/WvW-AT? Kv^^WT-fe 
*-/H0. 7 g©jg^»Sr 3 f^fSJPf&it^ LMfft?«*g-t 
5rirtJ:o-CWP>HSffiK©2- (N, N-^^/v 
T^/Tifuy) ^Fn^xfM4 g»feK^/- 
A'50mlSm*IHa-Cf}erTLfc„ SSTifcTS, SfiT*30# 

Tig«Lfc|g, jmmiC150 ml»*£JPx., 0°CT« 

#U zkgfcbfcfe, ^/-/v^MSJlLBft#97 g 

£#fc„ 2 6 4 - 2 6 6 °C 

[0 2 0 7] 2 1 

4-!>pp-5, 6 -v'^f"^- 2 -^cn^/l-t 0 '; 5;-^ 

[0 2 0 8] 5, 6-^^^-/U-2-7^^/V-4 (3 





R 5 


R 6 


Rt 


CC) 




2 


He 


Me 


4-C1 


258-260 


H 


3 


He 


Me 


3-C1 


251-252 


A 


4 


He 


Me 


4-F 


266-268 


H 


5 


He 


Me 


4-OMe 


233-235 


H 


6 


He 


Me 


4-CF 3 


265-267 


H 


7 


He 


Me 


4-NOa 


>300 


H 


8 


He 


Et 


H 


195-197 


H 


9 


He 


i-Pr 


H 


230-232 


H 


10 


Et 


He 


H 


159-161 


A 


11 


H 


He 


H 


212-214 


A 


12 


H 


CF a 


H 


228-230 


A 


13 


H 


Ph 


H 


281-284 


A 


14 


H 


Ph 


4-C1 


>300 


H 


15 


He 


Ph 


H 


250-252 




16 


He 


Ph 


4-C1 


293-295 


H 


17 


-«&>4- 


H 


223-225 


A 


18 


-(CH>) 4 - 


4-C1 


290-292 


H 


19 


COOEt 


H 


H 


237-238 


A 



- bf y 5 vV vio gftiWfrvSMfc y y23 g ©j&£- 

f3£75°CTMR#MJf#Lfc 0 

mo. 7 g«r Wfc„ IbS 1 2 0 ~ 1 2 2 <c 

[0 2 0 9] 22-40 — M&'rz>mwk& 

*Srfflv\ ##M2 1 t^«(cs«-®au, ft3 2t 

[0 2 10] 
lit 3 2] 
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mm 


R 5 


R 6 


Rt 


CC) 




2 2 


He 


Me 


4-C1 


122-124 


ip 


2 3 


He 


Me 


3-C1 


96-97 


A 


2 4 


He 


Me 


F 


138-139 


IP 


2 5 


He 


Me 


4-0Me 


106-108 


IP 


2 6 


He 


Me 


4-CF 3 


70-71 


IP 


2 7 


He 


Me 


4-NOa 


157-158 


A 


2 8 


He 


Et 


H 


87-88 


IP 


2 9 


He 


i-Pr 


H 


83-84 


IP 


3 0 


Et 


He 


H 


57-58 


IP 


3 1 


H 


He 


H 


62-63 


IP 


3 2 


H 


CF a 


H 


45-46 


IP 


3 3 


H 


Ph 


H 


99-100 


IP 


3 4 


H 


Ph 


4-C1 


125-126 


IP 


3 5 


He 


Ph 


H 


116-117 


IP 



[0 2 12] [*16] 



mi 5©^ 



mm 


Rb 


Re 


R? 


MA CC) 




3 6 


He 


Ph 


4-C1 


126-128 


ip 


3 7 


-(CHA- 


H 


100-101 


ip 


3 8 


-«!>«- 


4-C1 


114-115 


ip 


3 9 


N0 2 


H 


H 


160-161 


A 


4 0 


COOEt 


H 


H 


39-40 


HX 



[0213] mm\ 4 1 — 

4-^nn-2- (4-7/^071=*) -5, 6, 
7, 8-TF7tKnWPy©«i| 
[0 2 14] (1) mt 4 -y/i-^-a^yy' 4/1-50 
g, fti/Tyfi y 1/--A36. 7 g&U^TK h/V^>100 m 

iSLT4-7/v*P'<y^;Wyf^r^ H55 

g£#fc 0 9 2°C/ 3mmHg 

[0215] ( 2 ) ±iB3y£«j62 gXlKy n n */VA 
80ml»iS^-fe(C, 1 -^EVP* U y v-y" n^3=--fey28. 6 g 
<D? P P *^A30ml^«^«#T, 0 - 5°C 

fcfi^fcas&jSSTLfc. «T»7«, 0°C-?lPm £ 

a-e i h^m $ e> 1 1 ^fKM^ Lfc 0 sffag- 

/-^bffilSiLt2- (4-7^B7x-/H - 
5, 6, 7, 8-rh7tFo-4H-l, 3 —09 
■$"*W>-4-°f"*>2l g^#fc„ 14 8- 

1 4 9°C 

[0216] ( 3 ) _kfH£j^20 gXtJM * / -/V30 



0 ml»^t)i-T^-T^^^30^|!gPi:§iAA.7c^, 
80°Cl?30^^ji#L/c o RJfc*B3-»«:*J£-C»ffiU » 
W^£oi^/~/v^SISb b hLT 2- (4-7yV^n7 
irvV) -5, 6, 7, 8-Th7tKc-4 (3H) 
-dr^yy y^^-y-18 g£r#fc 0 Ilk 19 8-200 

[0217] ( 4 ) JifB£fiJc#5lO g&rj^zymt V > 
30 g©jft^«iSr2NFMJP?ftJSaEUfc 0 ®Sig'g*£i*E 

iP^LT«#Lfc 0 *ppjJvK6>B£#I&U «*«"7" 
by <7A7?$*«u «J±Tg«L7c 0 I»^7/D 
/V-/^feSfeiLTB&t*8.5 g fc^fc. fik£ 9 
6 — 9 7°C 

[0218] ##M 4 2-4 4 ###!| 4 1 

[0 2 19] 4 2 ) 4-ynn-2- 

(2-^P7!=;v) -5, 6, 7, 8-rh7tK 
P^^y y V ; 7 9-8 0^ 
[0 2 2 0] (###| 4 3) 4-^pc-2- 



(3-^c7!^>) -5, 6, 7, 8-f b7fcK 
ndH-;/!J y ; 94-951; 

[0 2 2 1 ] 4 4 ) 4-^dd-2- 

(2, 4-^tQ7i-;H -5, 6, 7, 8 — r 
b7t y ; 5 7-5 8°C 

[0 2 2 2] 4 5 

[0 2 2 3] ( 1 ) i?-7v tVVT 5 ^5 g , M)xf 
^O-f/^P-WP!) Kll g©i£{t^^l/V50ml^« 

£KJSfiIt£ 0-5 "CK:«*)*iSS b«T L/c 0 «T»T 

{Of v U h !) 

LT2-7^;W 5 K-N, N-^nf^TthT? 
K12. 5 g£#fc„ life 9 9 - 1 0 0 °C 
[0 2 2 4] (2) ±fH£jft»12.5 g, fc K?S^- 
1 7tCft%4. 3 g S.t/^y 7-/H50 rnKDn-^m^, 1 B# 

T?*»U @#J%6.7 g Srjft^tLT#fc 0 
[0 2 2 5] 46-58 ^^SJRWT 5 

V&fflV\ gMt$|4 5 fciai*lc®£ • MU {b3 3t? 

S£ft3Sl 7roft^ft^»«fei:LT#/c, 
[0 2 2 6] 
[ft3 3] 




[*1 7] 





Ri 


Rj 


4 6 


Me 


Me 


4 7 


Et 


Et 


4 8 


i-Pr 


L-Pr 


4 9 


Bu 


Bu 


5 0 


Me 


i-Bu 


5 1 


Et 


Pr 


5 2 


H 


Ph 


5 3 


Me 


Ph 


54 


Et 


PL 


5 5 


Bu 


Ph 


5 6 


Pr 


Ph 


5 7 


Me 


Ph-4-Cl 


5 8 


Me 


Ph-4-0Me 



[0 2 2 8] 5 9 



2-T5/-N- (4-7;^p7i^) 
[0 2 2 9] (1) ##M4 5 (1) fcfcltSS^/n 

t\ ##M4 5 (i) tmm^Rm- mlt, 

^P*f/V*7A^PYh^77^-t#U ynn 

(4-7;^P7i=/V) -2-7W5K7tb7 
5 K19 gSrWfco ML& 2 12-2 14°C 
[0 2 3 0] ( 2 ) _k|B£j£#3l8 g£\ »60%*#ft: 

7- b y ?a mm 3 g s^^f;^A7? fioo 

mKDM&m^ 0-5 tfJPi, 0 °CT- 1 RSMfittfUfc 
ft, ^S-ea^fb^^HO g£?ITL;fc 0 «T»T@e, 

ASrJpx., ^ n n *^Af £r5>Ex L< *S*«£|fe^ h y ? 

A7Dvh7'77^-l^L > ^ Dn */VA-C«ti}-ft 

irvv) -N-T-fW- 2 -7jr;\"f 5 KTir h75 K 

15 g£»fc 0 it£ 182~183t 
[0 2 3 1 ] (3) ±E£j£*14 g&##094 5 
(2) £^«(raS-^au @ft*9.0g Sr}filft*t 

[0 2 3 2] 6 0 

N -7* y /w- 2 -T 5 / ^~;UT± hT5 K«0 

mm 

[0 2 3 3] ##M5 9 (1) K3SttZ4-7sl>#nT 
~V ><Dftt>*)KT~y t#M5 9 (2) }C*3iT 

[0 2 3 4] 6 1 

2-75 / -N-^P7'pWf;V-N-7x=;V 
71? b7 5 K©«Jt 
[0 2 3 5] ###0 5 9 (1) t*5Jj-5 4-7/V^-nT 
= y y<Dj%t>*) KT~V ##$|5 9 (2) KJSIt 

5 3 ? ft/- <7vK0ft;b D fc, *{fc;V* n 7°n t>^ 

[0 2 3 6] 6 2-6 6 ttfc-f&%$Hk& 

[0 2 3 7] 6 2 ) 2-T5 7-N- 



(4-^Pt7x=*) 


— N- 


*^-jVT± b75 


K 


[0 2 3 8] 


6 3) 


2-757 


-N 


(2 n P7i-;V) 


-N- 




K 


[0 2 3 9] 


6 4) 


2-757 


-N 


(3 -y n P^i^/V) 


— N- 


^^-/VT-ir F75 


K 


[0 2 4 0] 


6 5) 


2-757 


-N 



(4-^PP7i=/V) -N-xf;V7tb75 F 
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[0 2 4 1] 6 6 ) 2-TS.J-N- 

(4-^pb7i=/V) -N-^Bf/vrthT^K 

[0 2 4 2] gMfffiJ 67-69 *te-f -SMI^T 5 

^«rfflV\ ##M4 5t^«S-HJ£-^ab, ^T»ft 

[0243] 6 7 ) — i-r?yrtf 

/V- 3 , 5 - f/Hf'? Pi/y 

[0 2 4 4] ( |Mfr« 6 8 ) 4-7 5/rtf 

/U- 2 , 6 - i?/ y V 

[0245] 6 9 ) — l-r^yrtf 

/U-cis-3, 5 -v^fvUf^y 

[0 2 4 6] 7 0 

N- (4-^bp7i^) -N-y^-2-p<fS>V 

[0 2 4 7] (1) N- (t e r t-^h^^/VJff 

8. 8 g , b y 7-/-/V- 1 -J;V**i/- h y X 

(i?7f/V75 7) *x*^7A'^f7/vtn*x 
7i-F (BOPSt^) 25.7 g&tfSfcp^l^lSO ml 

/V75V5.9 g &SSTLfc 0 S5T»T«, ^fi^8B#^ 

fe!LT2- CN' - (tert-^KW*«s 
AO -N' -^^T?/] -N- (4-^nn7i^ 

aO r-fe b r s: K£#fc. Sl£ 1 2 6 ~ 1 2 8 °c 

[0 2 4 8] ( 2 ) _h|H^)t»12 g£\ *&60%**fc 
f-by (ifttt) 3.2 g &^f;^A7? K10 
0 ml©iii-a-ife{C0~5 < C-eJP^ O'Cf lWWLfc 
fft. mn.X«BW\m-;vn gWTLft. STUTi, 

Afcjq*., ^b*wi^$l, **fiSSW-by? 

siEE-cawtLfc,, ?jie»£->y 

A7PTh^7 7^-t#U 7nD*MT'f[lj-S 
SU 2- [N' - (t e r t -:/ b 
-N' -^^7*5/] -N- (4-}'nD7 I =^) 
-N-^^/VTir bTS: F11.4 g^MfttL-Cifc. 
[0 2 4 9] (3) _kK£j£^8.4 g mim^f-\y 
^100 mKD^tKC b y 7/P^-n^20mlSrO~5°C-e 
«TLfc 0 «TH7ft, lSffiT*3B^«#L7c 0 Kf&iS 

^ e,, 1 b y ^a*»«t?s7/p* y tefc L 

T^nt3*/VASrJPifc 0 ?pp*/W»J§£#SiU H 
7K«K^ b y ? «J±T?jS» LT S ««J4. 7 

[0 2 5 0] 7 1-73 t e r t -^b^f 



[0 2 5 1 ] ( ##M 7 1 ) N- (4-J-bb 

7i=/P) -N-^fvV- 2 -b°P y vV#/V7f;>f-5 
K 

[0 2 5 2] ( ##M 7 2 ) N— (4-?bb 

K 

[0 2 5 3] 7 3 ) N— (4-^bb 

-2, 3-^tKo-N-^f;v-lH-/f 

> 2 -737^'^-y- 5 K 
[0 2 5 4] 7 4-80 t ert-7"^ 

(l) &xf (3) t^itStt-MU £tT© 

[0 2 5 5] 7 4 ) 2-757-3- 

sOi>;V7F3c^-N, N-v^PfcVl^P/^TS: K 
[0 2 5 6] 7 5 ) 2-7f;V757 

— N, N — V"f p tVVTir b 7 5 K 

[0 2 5 7] (##fU_7_6 ) 2 -a^/KT 5 J 

— N, N-v>7ct>7t b75 K 

[0 2 5 8] 7 7 ) 2-/!f;k7 5 7 

-N-y^7V-N-7m^/VT-tr b7$ K 
[0 2 5 9] 7 8 ) 1-^)V7%/ 

— N - / =?A— N - "7 n-. s;W7t b 7 5 K 

[0 2 6 0] 7 9 ) N, N-^7B[f 

/w-2-fc°p y i?^*^**? F 

[0 2 6 1 ] 8 0 ) 2, 

-N, N-^yntVl^- 1 H-4y F-A-#/V>J?^f- 5 
K 

[0 2 6 2] 8 1 

2-tFn^7-N, N-^Bf;>7th75K©J8 
it 

[0 2 6 3] (1) •^7ct7V7Sy5.0g 1 by^ 
f/V7?y5.5 g xutiafb^^wwomiois-g^t, i 
^A-^f- y /V7 n y K7. 4 g ^W>-30ml^ 

-mm o o cT-4B#w«#bfc 0 

mttri'^m&ftwu «7K«-7-by7AT7^ 

j*E-e*il8u-C2-^y-2- (N, N-v>7 

pfcvur?/) i«^^9.5g zmwyotLxmc* 
[0 2 6 4] (2) ±&oumi. frmfcxtmi-hv 

7 A, ^ty^A&tW&TfCT 1 b7fc KB77y«il& 

1 2BSrB«#Lfc 0 S)S?S-a-%5rO ttcj^ipu 1 Nfi 
fet^iaW^Tfc&^y n p */VA SrTJP^i, 7 p p 

b^^l. «7K«7by «ff-c«sm 

Lg«Ji^)7.7 g &mVtl9h LT#fc 0 
[0 2 6 5] 8 2 



[0 2 6 6] 8 1 iC&tt-S v't/n t>7 5 >"<Dft 

[0 2 6 7] 8 3 

2-^n^-N, N-v^p tVVTir hT5 FcD§gjg 
[0 2 6 8] v^p tWT ? ^10. lg, MJ ^A-T $ 
>10. 1 g&tffettv^^VV^— 7";V80ml<»?g-&!|t)(i N ;/ 
p^eTirfvi^p D F15.8 gcol&^^^vKt— tvi^o 
mlSf« SrSJESa* Sr - 40t; (eft *> ft # b ffiT b/c„ JST 

iCtotffifSlU i»«H4 g*r#fc„ i*£ 10 0- 
1 0 3 °C/ 1 mmHg 

[0 2 6 9] 84-87 Mfc-fZ>Mmk& 

[0 2 7 0] 8 4 ) 2-^'n^-N, N 

-^PtV^D^yT? K ; 8 5-8 7°C/ 1 

mmHg 

[0 2 7 1 ] mm<\ 8 5 ) 2-^n^-N- 

(4-^ntt7i=;H -N-y =f iVT^ YT % F ; M. 

,&5 2-5 3°C (^y/P/V-M>e.WSft) 
[0 2 7 2] 8 6 ) 2 -y-'v^-N-/ 

7-/l'-N-~7x.~/i>zfv/<^T$. V ;ffl>M. 13 5-1 

4 5t/l mmHg 

[0 2 7 3] 8 7 ) 

[0 2 7 4] 8 8 

2- (5, 6-v ? ^^;U-2-7^-^-4-t°y 

[0275] ( i ) mw%*m{ h v tyj* mm 

1.0 g jy^f;V*/VA7 5 K80mlO?l^iC5, 6 

(3H) -t°y 

5.0 g&SJSifi#&0~ 5 tJfcft o°Ct? 
3 0#M«#Lfc&, Rfit-7'c*SiifM.2 g £ 
«TLfc 0 «T^TfL 80 o CT?3BtWii#l.fc o KJ&iS 

/V-/^^S|g|LT2- (5, 6-^^-2- 
7i^-4-fPv^m) «xf;l,6.2 g 
Srtffco BIS 9 0-91 °C 
[0 2 7 6] (2) _h|B£j#»6.0 g , lN-*BMk 
-T V y ?A*j§iSlOO ml&l/^/-/V50ml«?S£*£- 
S?BT-8^«#L/i 0 £0^&«j£-C**fU * 
*fcfc!&»U itifil^pHlt&S^iPx^ DfWLfcli!; 

L** LfcfL ^ j —frfrbWlkMi LT g ft 
*3.5 g £rmfc„ »A 1 7 5-1 7 7°C 



[0 2 7 7] ##M 8 9-9 0 *Ng-f-.5 jSCPHfrg- 

«>&fl!V\ #%M8 8 fcBlflKcKlS • ML, 

[0 2 7 8] ( ##M 8 9 ) 2 - (5, 6, 7, 

8-7^9t Kp-2-7x=:/v-4-^t/9=;^ 
^vO H« ; BIA 1 5 5 - 1 5 7 °C 

[0 2 7 9] ( jgjjgg 9 0 ) 2- (2- (4-^ 

-5, 6, 7, 8-fh7tp'P-4- 

y ^/^df ; IIS l 9 5 - 1 9 7 °c 

[0 2 8 0] 9 1-92 t ert-^R 

[0 2 8 1 ] 9 1 ) 2-^f;v7$; 

[0 2 8 2] 9 2 ) N-7!)*-2- 

7<f-/VT$ y-N-7^=/VTir hT5 F 
[0 2 8 3] S#gj 9 3-9 4 t ert-7*F^ 

FJ7 0 (1) RXf (3) iHfilfcgJS-flyiU J^T» 

[0 2 8 4] (##©J__9_3) N, N-v^^/V 

-2-^^/VT$/T-tr hT5 K 

[0 2 8 5] ( jMgg 9 4 ) 

^^/WT5 ;-N-7ii^7t hT5 F 

[0 2 8 6] 9 5 

2-T$/-N-7 P ntVWT-fe hTS; Frojljt 

[0 2 8 7] *frJ61-aiR»T$ V«rfflV\ ##f!|4 5 & 

[0 2 8 8] jgjfcfll 1 

2- (5, 6-> ? ^^/V-2-y'i-;l'-4-t°y 
^;V7S/) -N, N— ^nf/VT-fe hT5 KoSStig 
[0289] 4-^np-5, 6-^f/l'-2-7i 
=vHf y 5 i?yi.O g , 2-757-N, N-v>:/nfc 0 
/WT-fe h75 FO. 87 gRXI h U ^^/VT 5 ^0. 55 gCDjl 
^^»#Ti^l50 °C-C-3B#rf5WD«5M0fELfc o S^S^ 

*7K*^-7-hy «i±T«»Lfc 0 m 

-^-r>V(»M^«^6SSf B LTBK)fel.3g ^# 
/c 

[0 2 9 0] M 7 9 - 8 0 °C 

[0 2 9 1 ] jg&M 2-63 Mfc-tZmk^WO 

zm\ mmwn tmm^Rfc • mmL, ^ 3 4 -trig $ 

W*18~2 lOft^tftfft. 
[0 2 9 2] 
[ft 3 4] 
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[*18] 





Ri 


R 2 


Rt 


Q 


MM. CC) 




2 


Pr 


Pr 


4-C1 




74-75 


E-HX 


3 


Pr 


Pr 


3-C1 




101-103 


IP 


4 


Pr 


Pr 


4-F 




70-71 


E-HX 


5 


Pr 


Pr 


4-0Me 




83-85 


IP 


6 


Pr 


Pr 


4-CF 3 




83-85 


HX-EA 


7 


Pr 


Pr 


4-N0 2 




135-137 


IP 


8 


Me 


Me 


H 




174-175 


IP 


9 


Et 


Et 


H 




113-114 


E-HX 


10 


Et 


Et 


4-C1 




152-153 


IP 


11 


Et 


Et 


4-F 




139-140 


IP 


12 


Et 


Et 


4-0Me 




130-132 


IP 



[0294] [*19] 



m 1 8 





Ri 


R 2 


R? 


Q 


IUI CC) 




13 


i-Pr 


I-Pr 


H 




171-172 


IP 


14 


Bu 


Bu 


H 




46-47 


HX 


15 


Bu 


Bu 


4-Cl 




52-53 


HX 


16 


Bu 


Bu 


4-F 




45-46 


HX 


17 


Et 


Pr 


H 




69-71 


E-HX 


18 


Et 


Pr 


4-Cl 




103-104 


HX 


19 


Et 


Pr 


4-F 




85-86 


HX 


20 


Et 


Pr 


4-0Me 




89-90 


HX 


21 


He 


i-Bu 


H 




100-102 


E-HX 


22 


Me 


Ph 


H 




145-146 


IP 


23 


Me 


Ph 


4-Cl 




150-152 


IP 


24 


Me 


Ph 


3-C1 




149-151 


IP 


25 


Me 


Ph 


4-F 




146-148 


IP 


26 


Me 


Ph 


4-0Me 




173-174 


IP 


27 


Me 


Ph 


4-CF 3 




192-194 


IP 


28 


Me 


Ph 


4-m : 




199-201 


AC 


29 


Me 


Ph-4-Cl 


H 




165-166 


IP 


30 


Me 


Ph-2-Cl 


H 




137-138 


IP 
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a 1 8 <DM% 



mm 


Ri 


R 2 


R 7 


Q 


m& cc) 




31 


He 


Ph-3-Cl 


H 




129-130 


IP 


32 


He 


Ph-4-Cl 


4-C1 




170-171 


IP 


33 


He 


Ph-4-Cl 


4-F 




174-175 


IP 


34 


He 


Ph-4-Cl 


4-0Me 




157-158 


IP 


35 


He 


Ph-4-F 


H 


l/4H 2 0 


140-142 


A 


36 


He 


Ph-4-F 


4-C1 




163-164 


A 


37 


He 


Ph-4-Br 


H 




183-184 


A 


38 


He 


Ph-4-Br 


4-C1 




176-177 


IP 


39 


He 


Ph-4-Br 


4-F 




184-185 


IP 


40 


He 


Ph-4-Br 


4-OMe 




168-169 


IP 


41 


He 


Ph-4-0Me 


H 




166-167 


A 


42 


He 


Ph-4-OMe 


4-C1 




173-174 


A 


43 


He 


Ph-4-0Me 


4-F 




172-173 


IP 


44 


Et 


n 


H 




138-139 


E 


45 


Et 


Ph 


4-C1 




142-143 


IP 


46 


Et 


Ph 


3 CI 




135-137 


IP 


47 


Et 


Ph 


4-F 




132-133 


IP 


48 


Et 


Ph 


4-0Me 




133-134 


IP 


49 


Et 


Ph 


4-CF 3 




166-167 


IP 


50 


Et 


Ph 


4-N0 2 




180-182 


AC 


51 


Et 


Ph-4-Cl 


H 




194-196 


A 


52 


Pr 


Ph 


H 




148-149 


IP 



ms&m 


Ri 


R 2 


R 7 


Q 


M& CC) 




53 


Pr 


Ph 


4-C1 




174-175 


A 


54 


Pr 


Ph 


4-F 




164-165 


IP 


55 


Pr 


Ph 


4-0Me 




125-126 


IP 


56 


Pr 


Ph-4-Cl 


H 




167-169 


A 


57 


Bu 


Ph 


H 




134-135 


IP 


58 


"CHs CE-CH^ 


Ph 


H 




125-126 


IP 


59 


-CH 2 CH=CH 2 


Ph 


4-C1 




151-152 


A 


60 


-CH ! CH=CH 2 


Ph 


4-0He 




118-119 


IP 


61 


-CH2 A 


Ph 


H 




105-106 


E-HX 


62 


-CHjA 


Ph 


4-C1 




157-158 


A 


63 


H 


Ph 


H 




155-156 


E 



[0 2 9 7] mmWi 6 4-6 8 ttfc-T?>WMit& 

[0 2 9 8] ( MMm 6 4 ) N- *st n-^rvvV 

-N-^gVV-2 - (5, 6-^f/V-2-7i=;V 
-4-k°U $ v?=/V7 5 /) T-t hT$ K ; 11 



2-1 14°C (n-^f-^&WStJ,) 

[0 2 9 9] ( jajgffl 6 5 ) 3, 

1- (5, 6-v>yf/V-2-7i^-4-t'!)r^ 
~/VT$ /) Ttf/V^^'^y ; M& 9 7-9 8°C 

(n-^fya>&wii) 
[0300] mmm 6 6 ) — 
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(a) 2, 4- (5, G ;V- 

2 - 7 i :=/V- 4 - fc° P 5 i^/VT 5 7 ) T-fe^/I^t/V 

■fcyy -,WM. I5i~i5 2t; Wy/n/v-/^ 

[0301] (b) cis-2, 6 - >>y ^vP- 4 - 
(5, 6-i/^^/V-2-7*.~/V-4-tl°y xP—fr 
T 5 / ) Tir^/V^/V* y V ; *Jfe^!l 2 9a 

-KttU n-^^>\ gt^^/V (3:1) CD?£l=r 

fc 0 ISA 1 6 2 ~ 1 6 3 1 
[0302] (c) trans-2, 6-^yfVV- 
4- (5, 6-v 5 y^V-2-y 3 i=.;P-4-t°U 5; v> 
-;^T 5 y ) Tir^/V^V* U V ; HJfiflaj 2 9a -C#fe> 

^-fcftU n-^r-frf, ftH^^/U (3:1)© 

EET»*KU v^^/Voi-Tvv&tf n -^*tf-V©a£ 
*«^bWttSLrS«i*Sr#fc. H£ 112-1 
i 3t 

[0 3 0 3] ( jlttffil 6 7 ) cis-3, 5-v 5 

y^/V-1- (5, 6-^f/P-2-7x^-4- 

t°y ? y) rtf/vf^y^v ; m& n 

4~137t (i'xf^x-fA'StJ'ii-^ trV-yfrh 

[0304] ( mmm q s ) — 4- [2- u-y 

PP7ix^) -5, 6 -v ) y^-;i^-4-t <, y $ i?—tv 
75;] rtf;v-2, 6 -^y^v^-^y >- ; it^ 

2 1 2-2 1 4°C W77n/V-/W^Sffl) 
[0 3 0 5] 6 9 

3-tFc*y-2- (5, 6-^f*-2-7i= 
/V-4-fH^75/) -N, N-v^nbVK/ 
5 K©»ig 

[0306] (1) 4-ynn-5, 6-v?y^/V- 
2-7^-/Vt°y 5$?>1.8 g , N- (t e r t-^b 
*ci/j];Vi£~;V) -O-^VvVlHr y V^ib^Lfc2 
-7?7-3-'<yv ? ;mv'-N, N-v^PtVK/ 



n/<:>7 5 K4.6 g b y ^)VT 5 VI. 7 g (D^-g- 
^£150 "C-esNrMJW^Ufc. SJSS^SriafiCTl t 
3II:ML, 3 -^yv?/Vt=f->- 2 - (5, 6-v* 
^f/V-2-7i=/V-4-fi)v^/V75/) - 
N, N-^r/nbWr/n/^T? K3. 5 g SriWfefcL 

[0 3 0 7] (2) ±1B£Jj)c#J3. 4 g , ftg?50ml, * 
10ml, y— /W0mlS.O?10%^7v ? '7A^^0.5 g CD 

2. 5 g £r#fc„ MM. 1 3 2 - 1 3 3 °C 
[0 3 0 8] jjjfeffl 7 0 

2- [y^/V- (5, 6-v ; y^/V-2-7 3 i^V-4 

-t°y?^-/v) 75;] -n, N-yyct>7irh 

7? K©JBft 

[0 3 0 9] HJfeMl M3ott5 2 -75 y-N, N-v 1 
7°DtVVTir F75 K©f&fc>9fc, 2-^f/V7S7- 
N, N-v f 7'nt;V7th7 5K^ffiV\ HJS^JltH 

fiSKKJfc-i&au ^feii^-fy^D/V-/v^p 

T I thVKOmgkE. • l/10*?P*Sr#fc. 16 2- 

1 6 5°C 

[0310] mmm 7 1 - 7 s — ^-rsiiwft^ 

[0311] 
[ft 3 5] 




[0 3 12] 
»22] 
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Ri 


R 2 


R 4 




MA CC) 




71 


Pr 


Pr 


Et 


CI 


85-86 


HX 


72 


Pr 


Pr 


Et 


OMe 


111-112 


HX 


73 


Me 


Ph 


Me 


H 


117-119 


IP 


74 


Me 


Ph 


Me 


F 


140-141 


IP 


75 


Me 


Ph 


Me 


OMe 


151-152 


IP 


76 


Me 


Ph-4-Cl 


Me 


H 


114-115 


IP 


77 


Me 


Ph 


Et 


H 


107-108 


HX 


78 


Me 


Ph 


Et 


CI 


100-101 


HX 



[0313] mmm 

N- (4-?VV73LZ.;U) -N-y^W-l- (5, 
6-^^f^-2-7^^V-4-^V 5 5?— fr) -2 

[0 3 1 4] ^*«lt3o(-t3 2-T5/-N, N-5? 
7°u\f/VT± VTx V<Dftt>*)\£, N- (4-^pc7 
i=/V) -N-^f;v-2-t°P!)i>y*;v#>f 5 K 

1 1 9 ~ 1 2 1 °C 

[0315] mmm 8 0 — 

N— (4 P7s=;p) -N-^^/W-l- (5, 
6-5 > ^f-/U-2-7^=;U-4-t o y 5 5?-/W) -2 

[0 3 1 6] HlE^lfci3tj-5 2-r5/-N, N-5? 
7°u¥/VT± hTS. K©ftb9 N- (4-.^nn7 
icn/V) -N-^^V-2-fc°-<y 5?>-#/V3tf=3rf-5 K 

fA'i-f^Rffn ■ ^^©a-awKa^stt* L 

T g 1/10 JfiiSJfiSr#fc„ R£ 14 9-151 

°C 

[0 3 17] Hifeffij 8 1 

2, 3-i/tFn-l- (5, 6-^f;V-2-7i 
=;V-4-fP5v'=.;V) -N, N-^/ntW-lH 
->■ f > K-/v- 2 H©»3i 
[0 3 1 8] H*«l(-i3!75 2-T$y-N, N-5? 
7*PWt hrs; KroftbtHC, 2, 3-^tKP- 
N, N-5?:7°P tVP- lH-^y K-^- 2 

fc„ Bt£ 167~168°C 

[0319] mmm 8 2 — 

N- (4-?uu7xl-M -2, 3-5?bKn-N- 
^^VV-1- (5, 6-^f*-2-7x-/k-4- 
h° y $ -lH-^yK-;V-2-*;V#^ft$ 

[0 3 2 0] SJfe«l(d*Dl7S2-T$/-N, N-5? 



^ N- 



(4 



a— /v) -2, 3-5?fc Kp-N-^f;v-lH-^y 

«b©l/10lfiBSlfi • 1/4 *ft%£#fc 0 liS 2 3 6-2 
3 8°C 

[0 3 2 1 ] jjjfeffl] 8 3 

2- (5-^f"/V-6-7 ( 9 L /V-2-7^n/V-4-fc° 
y5 5?— A-T5/) -N, N-v^T^P tWTir hT5 K 

[0 3 2 2] H*^Jl iCi3l75 4-^tJta-5, 6-5? 
*f/V-2-7x~/V\f y 5 5?VCDft:fr!3 4-^n 
a-5-^^-6-7<f-^-2-73i=;H:°y 5 5? V 
1 i IHI*KKJ6 • iBMU ^E*ftS?a 

r g mmzmco rus 8 3-84^ 
[0323] mmwi 8 4 — 

N- (4-^pp7i-/V) -2- (5-3^;l — 6- 
^^-2-7^-^-4-1;^ $v?s;VT5 7) -N 
-7<^/vrir h75 FO«3t 

[0 3 2 4] mMmilC$oVZ>4-?titi-5, 6-5? 
^^/v-2-7^=/Vt°y 5 5?^St52-T5 7-N, 
N - v?7a If ;V7t h 7 5 KOftb !) 4-^n- 
5 6 -tf-As- 2 -7^=/kt°y $5?ySt>* 

2-757-N- (4-^T3T3 7^=/V) -N-^fvV 

BUS 1 4 2 ~ 1 4 3 °C 
[0 3 2 5] gjjfcM 8 5 

2- (6-ai^^-5-^f-/U-2-73i=/V-4-t° 
y?5?— /UTXS) -N, N—^7p tVPT-fe h7 5 K 

[0 3 2 6] «o(75 4-?nn-5, 6-5? 

^f/V-2-7x=;Vf!I 5 5?^Oftt)»)t, 4-^n 
n-6-^5 L /V-5-^5 L /V-2-7i-/Vb°y 5 5?>" 
SrfflV\ IQfee!ll tH^g^-ftMau £fi&*9&5?:n 

TM»r#fc„ HA 8 3-8 4^ 
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[0327] mmm 8 6 — 

2- (6--ry7 B cfcVV-5-^^/V-2-7^^/V- 
4 -if]) v^=/VT5 7) -N, N-^nf/VTtb 
T 5 K©JBt 

[0 3 2 8] HJSWlfcfcttS 4-^*12-5, 6-v? 
^f;v-2-7x=/Vf !) 5 v^cDftb>3 i-, 4-yn 

n - 6 — r y tw- 5-7 2 - 7 y 

[0 3 2 9] jgjfefll| 8 7 

2- 2-7^=7l^-4-t o y *i?=./UT 

57) -N, N-^/pf;>7th75 K^UI 
[0 3 3 0] MMM 1 t*5(t 5 4-^nn-5, 6 
^f;v-2-7i=;Hf!) 5 -y^wftfc <9 4-^n 

Ml tmmicRlfc • MIL,, ^ftSr^^/uai— r/w 
^ bWfifS L-T B «Jtt«r#fc. 11^ 10 7-108 
°C 

[0 3 3 1 ] Hifeffij 8 8 

2- ( 6 - ^ f 2 - 7 4 - t° !J 5 

57) -N-^f;l/-N-7i^71r hT5 K<DSBs 

[0 3 3 2] *Jfe«l!i*31t5 4-7c2D-5, 6-v 5 
^f;v-2-7x=;Hf y 5 77SO'2-7 5/-N, 

^pp-6-^f-^-2-7oi=;H; o y $ 2- 
75;-N-^f;i'-N-7s=^7t hT5 KSrffl 

^V-^6W^AL-CBWt!^ffc 0 |R£ 134 
~ 1 3 6 °C 
[0 3 3 3] gjjfcgH 8 9 

2- (5-7n/U-6-7^/W-2-7zn=/V-4-t° 
1)5^7 5/) -N-^f;V-N-7x=/l'7th 
T 5 KO«Jt 

[0 3 3 4] HJfetftJ 8 8 X^htlfc 2- (6-7 ?VV- 
2 - 7 1 - /v- 4 - 1 1 U 5 -7=-;V7 5 / ) -N-7fvu 

-N-y^/w-fe hr 5 k 1.0 g, N-?nB3/^ 

»>f 5 K 0.44 g RxmWL15 ml ©j&g-^Sr90t;-C 3 B# 
BWt#Lfc«, S^^£«J±T'||«L7c 0 Mia 

fern, sum** y^vsts-MrbWiSMiLrnmm 

1. 1 g £#fc„ 1 5 4 - 1 5 5 °C 
[0 3 3 5] SUfe^l 9 0 

2- (5-7'BA-6-^f;V-2-7i^l/-4-t° 



y 5 i-^/WT 5 7 ) -N-^f;i'-N-7i-;i/7th 
T 5 K©JB£ 

[0 3 3 6] mm9t8 9K33»t«N-^oa=i^^||^ 

K0tj8 9t^«tsjs-^3aL, M^v7c^y 

-/V^^SfeffB LT | &^£#7> 0 BuS 16 0-1 
6 2°C 

[0 3 3 7] jjjjfcfjj 9 1 

2- (2-7j^-6-FP7/^P^;V-4-t" 
y5-7=;w75 7) -N, N-77p fcVlTT-fe YT 5 K 

[0 3 3 8] *IM1 }C*5(75 4 -7PP-5, 6 

J-^-;v-2-y^~;\'ify^-Jy(D{Xt> , 9K, 4-?u 
u-6- hV y/i^n^^yv— 2 -7 1— ;vt°y 5 S?y 

2 8-1 3 0°C 

[0 3 3 9] jjjfeffl] 9 2 

2- (5-^PP-2-7x=:;V-6-Fy7;l'tP^ 
f/V-4-H'y v^/V757) -N, N-v?7°nfcVV 

[0 3 4 0] Hfi^8 9 1^*31j-5 2 - (6-^f;V- 2 
-7i^-4-f !)5'7=;>757) -N-T-^/V— 
/VTir bT5 K<Dft:b?) t2- (2-7i= 
/w- 6 - h y 7- f-A— 4 - f y 5 *y^>VT 5 

7) -N-^f/l-N-?!^* h75 K&ffil\ 
Sttt«8 9 4:IHI«l!:SJ6-«HlU ^ft&'l'yT'o^ 
7-^^ffSSLT@^^#fc„ jR£ 115- 
1 1 7°C 

[0 3 4 1 ] Hjfegi 9 3-9 9 » SJS^Hk-g- 

[0 3 4 2] 
[ft36] 




[0 3 4 3] 
1*2 3] 
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Ri 


R 2 


R 5 


R? 


Q 


MA CC) 




9 3 


Pr 


Pr 


H 


H 




102-103 


E-HX 


94 


Pr 


Pr 


H 


CI 




146-148 


IP 


9 5 


Me 


Ph 


H 


CI 


1/10HC1 


180-181 


A 


9 6 


Me 


Ph-4-Cl 


H 


H 


1/4&0 


157-158 


IP 


9 7 


Pr 


Pr 


Me 


H 




139-140 


IP 


9 8 


Pr 


Pr 


Me 


CI 




129-130 


IP 


9 9 


Me 


Ph 


Me 


H 




146-147 


IP 



[0344] mmm 100 

3, 5-^5^-1- (2, 6-t>y^~ju-4-t° 

[0 3 4 5] ^*«l}-*5lt5 4-i?nn-5, 6 -v? 

^f/v-2-7i-;vf!J ^xat^-T^y-N, 

2, 6-^7x=;Vf !) 5v?yMl-7^7tf/V 
-3, 5-i^fvVfc^y ^^^tifflvv mmWi 

fe»ISftL.-C@W*Sr#fco HA 1 3 4-1 3 5°C 

[0 3 4 6] jiifcffil 1 0 1 

2- (2-71^-4-f'J 5-^75/) -N, 

[0 3 4 7] **ffi|l}i*Stj-54-^Bn-6, 6-S? 
^^/P-2-73i^Hf U 5 S?V0)ftb OK, Rec.Tra 
v. Chim. Pays-Bas, 86, 15(1967)!Ef4<077*£{;: ; f£o-C'£- 
Jtbfc4-^nn-2-7^^H: o y 5S?^*fflV\ % 

WIS* LX B ttto&Wfc. its 7 4 ~ 7 5 °c 

[0348] mmm 1 g 2 — 

2- (5, 6, 7, 8-7- h7t Fn-2-7i^;V- 
4-^rT-yy =/VT5 /) -N, N-v^ntVKTi? h 
T 5 KO«Jt 

[0349] 4-!>bci-5, 6, 7, 8-fb?kK 



-T5/-N, 



N - J?7"n t>Tt r- T 5 KO. 78 gRtf h V ai^VT 5 

yo.5 g com&yt)$:&WTin5o xixammuwMML. 
a-ah&#j&u h y ^A-eiaftft, mmx 

1.3 g 3r#fc„ it^ 8 7-8 8^ 

[0 3 5 0] jljfcffj 10 3-112 3Jf» 

ft^fe£ffiv\ JfeSfefcl 1 0 2 t^^i^S^ • ML, ft 
3 7T-*£ft5»2 4T**3;fc,5{&&4fj&#fc. 

[0 3 5 1 ] 

[ft 3 7] 



[0 3 5 2] 
[*24] 




Ph-4-Cl 
Ph-4-Cl 



Ph-4-Cl 
Ph-4-Cl 



EC1.3/4H2 0 
1/10HC1 



[0 3 5 3] HifeCT 113-117 »^-r5JSW ftl^£fflV\ jgjfcflll 0 2 tmmicRfo • ML, ft 



225-227 
177-178 
154-156 
176-177 
139-140 



HX 
E-HX 
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3 8US£tL5S2 5-e^$tl5ft^fe*#fc, 
[0 3 5 4] 
[ft3 8] 



[0 3 5 5] 
K25] 




[0 3 5 6] jgjfcffil : 
3 -t Kn^rv— 2 - (5, 6, 7, 8-fh5tFP 
-Z-7i=/l'-4-W3=/Vr5y) -n, N- 
'^d f/^n^yj 5 HO*!® 

[0 3 5 7] (1) gffiflll 0 2mS3W«2-T5/ 
-N, N-i?7"o fcVl^Tir hTS. V<Dl\fr>tQ 2-T 
S. / - 3 -^y-y'/l/^V-N, N-v'/d tf/iy/n/* 

5 K4. i g zm\ i o 2 1 ram^sff • ft 

SL, 3 — O-^U^-df-^- 2 - (5, 6, 7, 8-x 
h7t Kn-2-7a:=^-4-dr^y~IJ-^T$y) 
-N, N-^ntVi^n^y-T? K3. 4 g 

[0 3 5 8] (2 ) _hfH£j&tl3. 0 g , B«100ml & 

mo%^7^!>AMi.o g (Dm^m^y^m^mnr&o 

WE-CSII6L,, ^^-^-^/v^bffilg&L-CBte* 

2. 0 g 5r#fc„ 1 1 9 ~ 1 2 0 °C 

[0359] mmm 119-120 — mmm 1 0 2 

i^ttS 2-T 5 y-N, N-i>Vn fVKTir FT 5. K 

[0 3 6 0] ( gjj£M 119 ) 1 - ( 5 , 6 , 

7, 8-fh7t Fp-2-7i=;>-4-^rt/!J^ 
/V) -N, N-v ? ^tibVV-2-b°n!Jv ? >'7J/W*>f- 
3; K ; MM 123~124°C {*J3L=$->V3L— TlVfrh 

[0361] mmm 120 ) — n-(4-^p 

7irv>) -1- (5, 6, 7, 8-7F5tKn-2 
-7x=;V-4-^-t^!)=/V) -N-y^A— 2-fc? 

p y 3 k • 1/4 i$mm s 0 ~ 8 



sum 


A 


R7 


BL& CC) 




113 


O 


H 


164-165 


IP 


114 


O 


F 


212-214 


A 


115 


O 


CI 


225-227 


A 


116 


NH 


H 


178-179 


IP 


117 


NH 


F 


195-197 


IP 



2°C (n-^f-^bfffeft) 
[0 3 6 2] Hffgffil 1 2 1 

2- (5-^hD-2-7x=;V-4-f3 $v>=./VT 
$y) -N, N-^7*oWt hT5 K©«3i 
[0 3 6 3] 4-^on-5-=FP-2-7i=/Vf 
y 5.^6.0 g, 2-T 5. y-N, N-^:/n fcVPTi? 
bTS.K6.0g, h!)xf^7?y5.2gMyy7"o 
/V -A^0nl«)jB^*ft 6 B3fA»MM Lfc. SJSjfi^ 

h 07 -f-fcft U 9 o o dWATlgW • M9t U 
x^/^bSiSlLtW«.8 g &#fc„ I1& 
142-143 °C 
[0 3 6 4] HflfeFJ 1 2 2 

2- (5-7?/-2-7i=;V-4-tl5> ! ^7 
5/) -N, N-i^/PtVKT-fe hTS. K©Kai 
*J6«1 2 l-e#btl,fc2- (5-^hD-2-7x^ 
;P-4-fP5^;vr?/) -N, N-v'z/pfcVVT 
-febTS. K1.9 g , a^^y— M^TkXf\§%'< ! 7*f f 7& 
mmo. 2 g rojl-a-»Sr*5g»H^T, Stt? 3 B3R5«# 

^^/i^-x^&m§S,LTB^t)1.5 g &#fc„ 

1 2 0 ~ 1 2 2 °c 

[0 3 6 5] HiSM 12 3 

N-y^/W-2- (5-= bn-2-7^-/V-4-b° 
!)vy^7 5 7) -N-T^^/VT-lr hTS K»$Bg 

[0 3 6 6] H*«l 2 1 t*D(t5 2-T?y-N, N 
-v^PtWTi? bTS. K©ftb») 2-75/-N 
-y^/V-N-^rvVTi? hTS. F7.3 g £rffll\ H 



-36- 



t«i2i tmmKRm • ml, fe^**^^/-^ 

*>e>WB*UTB 65*10.1 g«r#fc 0 19 4- 

1 9 6°C 

[0 3 6 7] ^ffiffij 1 2 4 

2- (5-75;-2-7x^;V-4-t"H^/V7 
5/) -N-^f^-N-7i=/vrt bT5 K©i45i 

[0 3 6 8] SlJfe#!| 1 2 3 7?#P>ti7c 2 - 

-2-7i=/V-4-f y^^/vr?/) -N-^ 

^-N-7j=m hTS; K5.5 g ^rHK^l 22t 
*ft#34.8 g£#fc 0 183- 

1 8 4°C 

[0 3 6 9] Hjfeffil 1 2 5 

2- (5-7tf/P7? ;-2-7i^-4-lf!) 5 
-7^7 5/) -N-^f;>-N-7i^7tb7? 
K©JBS 

[0 3 7 0] j£6fe0!l 1 2 4 -C#t>ilfc 2 - ( 5 — T 5 7 
-2-7x=/V-4-f!)5^/V75/) -N-^^ 
/V-N-7i=;V7tF7^ K3.6 g , **ftKlOmlK 
t>*t°yi7>- 7ml©?il^j£^iSTMB^«#Lfc 0 Ki& 

-elSfP^»7K*-7- h y ^ A7k»«^*#L7c:SL * n n 

*>6>S«*UTBtt*4.0 g t»fc. 20 0- 

20 It 

[0 3 7 1 ] gffgfffl 1 2 6 

2 - (5-3i h3-->#/i^~A— 2 -7x^-4 - fc° 
y^-^;VT5:7) -N, N-v^n tVWTir bT5 K 
©Sit 

[0 3 7 2] ^K«l(C*3(75 4-^nn-5, 6-v> 
^f;V-2-7x=/H^lI 5 i^VCDftb 9 t;:, 4-^n 

P-5-XF ^>%/V7$=-Jl— 2 - 7 =/Vt° y 5 v>>' 

6.o g mmmi tmmc5u& ■ mil, 

4 5 - 4 6 °C 

[0 3 7 3] jgjfcffil 1 2 7 

2- (5-fc Vn3r-yJ.=3-/V-2--7zr.=-/V-4-t?y 
*i?^;\,T%S) -N, N-S^/p tf/uTir hT 5 K» 
Kit 

[0374] mmi 2 6t?#e>nfc2- (s-^b* 



2 -7x-^- 4 - fc° y 5 *J^)VT 5 
7) — N, N-77nf/V7tF7 5 K3.0 g , 
*>7*7-b y >7^0.6 g . g Stff h 

7tKn77 ^20ml ©^%(cfek:t ^ / -/V30ml £r 0 

- 5 °cr>mr Lfc„ sisii^**^ja-c 5 l/c 

0-5°CTl NJtK5rpH5t^54t?JP^ «j±T* 

ff-eWB L-fc 0 asft^-7 y * ^# 

/V -^Tj^SSi, LT B W»2. 0 g Sr#fco 

1 6 7 — 1 6 8 °C 

[0 3 7 5] jjjfeffl 12 8 

2- [2- (4-7;^a7i^) -5, 6, 7, 8 
-f f 7 1 Kp - 4 - ^rf 7 J ^;vt^-7] -N, N- 

[0 3 7 6] 2-tKc^-N, N-^nfcWTir 

K1.8 g MWf;V*M7 5 K20ml 
irO-5°CT^60%7K*ft7- h y <7A (iftffi) 0.5 g £r 

to*., o°c-rsimr$m.wm, ^-4-^0-2- 

(4-7MP7x=;H -5, 6, 7, 8-7F7t 

Kodf-7-yy V2.0 g sr*p^, £a^4i$ifflft#Lfc. 

^np^WA&UvKzkSriPx.. ^PP*7W>Jg£#& 
U *ftLfc«*zMilE§W- h y !?AT?(6«U «EET?» 

KttU ^pp*;H-f«(iJ-iSU *?xsf-fl,xu—*r 

2 g HA 95~96t 

[0377] mmm 129-135 — nm-tzuPr 
^»*fflv\ 1 2 8 tmm^fcfc • ^ 

3 9 X°i%£KZ>ii2 6 ©ffr^ttSrWfc. 
[0 3 7 8] 

lit 3 9] 




[*2 6] 
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Ri 


Rz 


Rr 


R 8 


ha cc) 




129 


Pr 


Pr 


2-C1 


H 


75-76 


HX 


130 


Pr 


Pr 


3-C1 


H 


100-101 


HX 


131 


Pr 


Pr 


4-C1 


H 


119-120 


IP 


132 


Pr 


Pr 


2-F 


4-F 


93-94 


HX 


133 


Bu 


Bu 


H 


H 


84-85 


HX 


134 


Bu 


Bu 


4-F 


H 


90-91 


HX 


135 


Bu 


Bu 


4-C1 


H 


105-106 


IP 



[0 3 8 0] mmm ue - 

2- (5, 6-v J ^^/V-2-7 3 i^V-4-t°y 5 5? 

-N, N-v^nfcVvTi? bT5 K<o5£3£ 
[0 3 8 1 ] 5, 6-^^-2-71^-4- 

(3H) -try g si)t^f;v*;vA7? 

K20ml©i| i ^^O~5 < Cr*^60%7k^{li-f h D <?A 

(mm o.3 g ^px. ot-jiNfwami. mm-c2 

-r/n^E— N, N-^^nhVUTir hT$ Kl.67 g£;!)P 
X., £fi-e2l#|ir]£#Lfc 0 

ft, l*Wth'J^i«u «ff-e«i«SLfc. ?£ 

pn*;VAT'M'ft»U n-^fy^bfflSSL 
T B Wft2. 2 g Sr#fco jfit^ 8 8 ~ 8 9 °C 



[0 3 8 2] mmm 13 7-163 — w&-tz>wM 
it&m*m\ mmmi 3 & tmm^Kfc • &au it 

40 -CM ^5»2 7 &t>*S 2 8 ©ft-g* £#fc„ 
[0 3 8 3] 

UNO] 




mm 


R 6 


R 6 


Ri 


Rs 


R 7 


Q 


CC) 


® m 


137 


Me 


He 


Pr 


Pr 


4-C1 




128-130 


E-HX 


138 


Me 


He 


Pr 


Pr 


4-F 




131-133 


A 


139 


Me 


He 


Pr 


Pr 


4-OMe 




87-88 


HX 


140 


Me 


He 


Pr 


Pr 


3-C1 




82-84 


E-HX 


141 


Me 


He 


Pr 


Pr 


4-CF 3 




109-1U 


HX 


142 


Me 


He 


Pr 


Pr 


4-NOs 




157-159 




143 


Me 


He 


Me 


Ph 


H 




138-139 


IP 


144 


Me 


He 


Me 


Ph 


4-C1 




159-161 


A 


145 


Me 


He 


Me 


Ph 


3-C1 




170-173 


IP 


146 


Me 


He 


Me 


Ph 


4-OMe 




157-159 


IP 


147 




He 


Me 


Ph 


4-CF 3 




159-161 


IP 


148 


Me 


He 


Me 


Ph 


4-NOs 




179-181 


AC 


149 


Me 


He 


Me 


Ph-4-Cl 


H 




168-170 


IP 


150 


Me 


He 


Me 


Ph-4-Cl 


4-OMe 




142-143 


A 


151 


Me 


He 


Et 


Ph 


H 




130-132 


IP 


152 


Me 


He 


Et 


Ph 


4-C1 




170-171 


A 


153 


Me 


He 


Et 


Ph 


3-C1 




151-153 


IP 


154 


Me 


He 


Et 


Ph 


4-F 




156-158 


IP 


155 


Me 


He 


Et 


Ph 


4-CF 3 




148-150 


IP 


156 


Et 


He 


Me 


Ph-4-Cl 


H 




100-101 


E-HX 





R 6 


Rs 


Ri 


R 2 


R7 


Q 


CC) 


m%6k 
m m 


157 


Me 


Et 


Pr 


Pr 


H 




62-63 


HX 


158 


H 


Ph 


Pr 


Pr 


H 




82-83 


E 


159 


Me 


Ph 


Pr 


Pr 


H 




78-79 


HX 


160 


H 


CF 3 


Pr 


Pr 


H 




109-110 


IP 


161 


-(»)«- 


Pr 


Pr 


H 




92-93 


E-HX 


162 


-(«)«- 


Me 


Ph-4-Cl 


H 




140-141 


IP 


163 


-(CB,) 4 - 


Me 


Ph-4-Cl 


4-C1 


1/4&0 


200-202 


A 



[0 3 8 6] mm 164 - 

[5, 6-v^^V-2- (4-=h 
P7i^) -4-fc'D5v ; =/^^>'] -N-7x.=- 

[0 3 8 7] HJtEflll 3 6 5, e-Vt^-jV- 

2-7i=/V-4- (3H) -b°U S.*J;>RZP2--7 

5, 6 ->M5vV-2- (4--Fp7i-/V) -4- 
(3H) 5 vV ^RTf2--7ti*r- N-^/V- 

N-y^^/VTir hT5 KfcWCTWlV\ MMM 1 3 



m& 1 i 



~ 1 9 0 °c 



[0388] mmm 1 6 5 — 

2- [2- (4-75/7i=;l') -5, 6--^y^P 
-4-t°y 5 v^/^drv') -N-^f-7P-N-73i^ 

[0 3 8 9] 164 t-f 2 - [ 5 , 6 - v> 

^^/V-2- (4-=Fb7i^) -4-b°>J5v>~ 
)V^V\ -N-xf;V-N-7x-^7t bT5 K2. 
3 g, 5%/^7> ! 7AKi0.4 g , ^^/-/v 30 mlS 
t^PP*/KM0 ml ©?I^%£*ft#fflST, li* 
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1 0 Tkftlfe 1 g £#fc„ 1 8 3-1 8 5 °C 

[0 3 9 0] ^jfeflj 1 6 6 

2- (6-^^/V-2-7^^/V-4-t°D v^/Vt 
-N, N-i^/nfcVKT-fe hT5 K©J*3t 

[0 3 9 1 ] 1 3 6 \C$$tf 5 5 , 6 - 

2-7^=/v-4- Oh) -try 5 vVVCDftbfJ 

IC, 6-^^-/V-2-7^=/V-4- (3H) -tf!J5 

*16Wi 3 6 tR^SjES -ft.au £ 

— .*^a»&s*hftLTB a 

6 8 - 6 9 °C 
[0 3 9 2] jfeSfcffll 1 6 7 

2- (5-^nn-6-^f;V-2-7i-;l/-4-t° 
J5i?^t*'» -N, N — *?7°u fcVWT-fe b 7" 5 K 
©Kg 

[0 3 9 3] ilfi|16 6t#W;2- 
-2-7i=^-4-f!I 5 v?^/v^-dr^) — N, N — 
•^d f/UT-fe K£fflV\ HJfefll 8 9 t ^U-gi^K 

g #Ji&£#fc„ 90~91t 

[0394] ^mm 1 6 8 — 

2- (5-^n^--6-y5 : -/W-2-7n:^/V-4-t° 
y 5 i^/V^vO -N, N-v^ntf/KTi? hT5 K 

[0395] mmm 1 6 6 -ewbnfc 2 - ( e - ^ ^ 

-2-73i=;W-4-t°y 5 'y^jvir^r'y) -N, N- 
tfA-T-fe hT 5 KftfflV\ 9 0 t IHHIIKK 

b mmzmc m& 1 0 7 ~ 1 0 s °c 

[0 3 9 6] MMWi 1 6 9 

2- (5, 6, 7, 8-T^7tKD-2-7I-;^- 
4-^j/y=/V^-» -N, N-v^ntVK/n/N 

[0 3 9 7] HJfetftJl 3 6^*5(75 5, 

2-7^=/v-4- (3H) -try $ v > ;-yR&2-7' 

n^e-N, N-i//ct>7t hT5 K ©ftfc OKI, 
5, 6, 7, 8-fh7tFf-2-7i=/V-4- 

Oh) -^ft/!i/ysi;2-7B*-N, N-v>y 

P»7paV7 5 K£^tl^tWBV\ j|Jfe«l 36i 
LT B Rt£ 7 3 - 7 4 °C 

[0398] mm 1 7 0 

3, (5, 6 -S^fvV- 2-7 

=.)V- 4 - t° y 5 S?=^Vtf-=^» Tir^t^ y i?^© 



[0 3 9 9] 2- (5, 6-v ? 7 ( ^-2-73i-;V- 
4-t°y 5 ^s/V^-df-v') gj^l.2g , 3, 

/v-tr^y i?vo. 7 g , h y ty°-/v- 1 -^f/v^ 

^-/-h!)^ (^f/V7 5 7) ^drf- 

(BOPist*) 2.26 g&UW 
/l/*/VA7 5 F20ml©S-o-*lt 0-5 °CT' h y ^->V7 

u *asu/t«, **«H7-hy 7at«u aff-e 

-irtfU ?PP*Mt«-SlU n-^Mfv 

& we* lt b mm. 4 g sr#yt 0 100-1 
0 it 

[0400] mmm 171-173 — mmm 1 7 0 

msotts 3 , 5 ^t°-<y ^>-(Dftt> <9 t*t 

3JgWt^fe£ffli\ 7 o^iM • &3 

U EtT©{b£tt*#fc. 

[0 4 0 1] ( jjjfeffl] 17 1 ) 2, 6-v^fvV 

-4- (5, 6-^f;V-2-7x=;V-4-b°5 5 

v^/v^vO r-fefvi^/v* y y ; l 2 3 - 1 
2 4°c My^P/<y-Aij>b«lSi) 

[0 4 0 2] ( jgjfeffil 17 2 ) 3, 5-v^fvV 

-1- (5, 6-^f;V-2-7i=/V-4-t°y5 
i^/V^vO Tir^/Vt^^y • 1/4 7k?B» ; K£ 
1 0 7-1 1 0°C (iJi^i-^Mii-^W 

[0 4 0 3] ( gyjgffjj 17 3 ) 2, 3-S?fcKn 

-1- (5, 6-^^f-/l^-2-73i^-4-t o y 5 
^/V^-df-v-) Tirfvv- 1 H — fyK-/I/;M 2 
10 — 2 1 2°C (T-ir h- h y^PjfffeA) 

[0 4 0 4] Sgjfcgj 1 7 4-1 8 8 # Ifc-fS JEW 

ft-©-4fe»^r^V^^ HJfS^ 1 7 0 • «L, it 

[0 4 0 5] 
Ift4 1] 




[0 4 0 6] 
[S29] 
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R 5 


Rs 


Ri 


R 2 


R7 


M& CC) 




174 


Me 


He 


Me 


Me 


H 


128-129 


ip 


175 


Me 


He 


Et 


Et 


H 


88-90 


E-HX 


176 


Me 


He 


Et 


Et 


CI 


148-149 


IP 


177 


Me 


He 


Bo 


Bu 


H 


99-100 


E-BX 


178 


Me 


He 


Pr 


Ph 


H 


151-152 


IP 


179 


-(CH2 




Et 


Et 


H 


100-101 


E-HX 


180 


-(CHz 


\ _ 


Me 


Ph 


H 


135-137 


IP 


181 


-(CHj 


\ _ 


Me 


Ph 


CI 


148-150 


IP 


182 


-(CH2 


\ _ 


Pr 


Ph 


H 


158-160 


IP 


183 


-(CHs 


) _ 


H 


Ph-4-F 


H 


178-179 




184 


-(CHj 




Me 


Ph-4-F 


H 


164-165 


IP 


185 


-(CH2 




H 


Pta-4-Cl 


H 


179-180 


A 


186 


-(CHs 




Me 


Ph-2-Cl 


H 


165-166 


A 


187 


-(CH 2 




Me 


Ph-3-Cl 


H 


180-182 


A 


188 


-(CH2 




Me 


CHsPh 


H 


91-92 


E 



[0 4 0 7] jf jfeffij 189 - 
2- (5, 6-i/^f;P-2-7i^/l/-4-t''Jv^ 

[0 4 0 8] MMMl 7 OttSttS 3, 
A LT @ WWSrWfco 2 1 2 ~ 2 1 3 t 

[0409] mmm 1 9 0 — 

N-^P:/Pfc7MfyP-2- (5, 
;vTir hT5 Ko»3fi 

[0410] HK« 1 8 9 tlffjfLfc 2 - ( 5 , 6-5? 
7<^/V-2-7^n/V-4-b o y ? v^/V-^v') — N 
-7i=/vrt K1.5 g RV^fM^T? 

K30ml (D'B&mc 0 ~ 5 'CTi$60%*^<ffc-?- h U 9 A 

(ffitt) 0.2 g O^-ClNFMa^Lfc,, ^?ag 

-CJMIS->* n 7°n f 67 gSriPx., S?aT'2ll# 

np*MimU *ifeLfc«, h y <? 

*ffi-«»U -fy^p/V-^feSSAbTSKift 

1. 56 g£#f£ 0 119-121 °C 

[04 11] SUfe^l 1 9 1 

N-7U/V-2- (5, 6-^f;V-2-7is;V- 
4 —try 5 V—jVOr^y) -N-7i^7tb7? K 

©Kit 

[0412] 1 9 0 MfcttSM^n t°/M fvv 

gW#3£r#fc„ SL£ 12 9~131°C 



[0 4 13] HifegiJ 19 2-196 ttlfc-fZMLPr 

mmm 1 7 0 tp^t-as ■ ml, 

[0414] ( HifcfflJ 192 ) 1 - ( 5 , 6 , 

7, 8-fF7tKc-2-7i^;V-4-^ft > /P = 

/vo*-*^) r-fe^-3, 5— • >?^^nf«<!J w ; m 

M. 1 3 4 - 1 3 5°C (^^:n-7V^bSgA) 

[0415] ( MWM 193 ) 4 - ( 5 , 6 , 

7, 8-f h7tKn-2-7i=^-4-^/y^ 
>vir**y) T-fefvl'- 2 , 6 -S?^ ?vWE7VJft JJ y ; H 
£ 1 6 l-l 6 3°c My/u/y-^bSMa) 

[0416] ( jSSEglJ 194 ) 1 - ( 5 , 6 , 

7, 8-ff7tKn-2-7i-/V-4-W/Ps 
/V^vO T-fe^/V-c i s-3, 5-v?^^7Vb°^9 
• 1/4 TK^Pti ; 150~151t (v^^A- 

[0 4 17] ( jUfcffi) 19 5 ) 4- [2- (4- 

^uny^^/U) -5, 6, 7, 8-7h7tFc-4 

A'*!J>';»jR 1 7 1-1 7 3°C (>f VfurtJ—A, 

[0418] ( ggjfcM 19 6 ) 1- [2- (4- 

^cp7i=*) -5, 6, 7, 8-7h7tKP-4 
-^-#-y-y -/^drv-] TirfvU-c i s-3, 5-v= 
^ 5vVfV<7 i?y • 9/10 iSSgifi ; mfi, 2 6 5-2 6 

8°C (^/-/vtf^Wfe!) 

[0419] mmm 1 9 7 — 

c i s-3, 5— i?^^/V-l- [ (5, 
-2-7^^-4-^!)^^) -2-b°py>>y 

[0 4 2 0] (1) ^*l1 i iJliido(T5 2-TSy- 
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^>-^/vai^r/v^fi4.0 g £rfflV\ ^S0tJltl^l« 

LT 1 — (5, 6-i?*?-/V-2-7^~/l'-4-*?V 
§ - 2 - fc°ia p V>y#/Vtflsm. 0 g 3r#fc„ 

9 0 ~ 9 2 °C 

[0 4 2 1] (2) ±fa^JESfe3. 8 g , ^#S— /WO 

o mismo'/o/^^^AMLo g (D-B^^mnm 

U N — (5, 6 -^f^-2-7x=;V-4-f!) 
5; y V2. 5 g £#fc„ Bt£ 2 2 8-2 

3 1°C 

[0 4 2 2] (3) _kfB£fiSc». 2 g , cis-3, 
5-^^/Vt°^7-^^0.6 g , BOP^1.97 g&tf 
v>y f/v*;vA7^ K30ml©£i-g*(:: O-Sttbilx 
fvVT5M).52 g£JPx., mUr'5^mmWLfc 0 Rf& 



/Wji— 7vw;a>e>S5gilLTSlft%<m/2 *ftt)1.4 g £r 
#fc„ BMfc 1 6 0 ~ 1 6 2 °C 
[0 4 2 3] g flEffl 19 8 — 2 0 4 *fJS-t" 5 JSW 

[0 4 2 4] 
[ft4 2] 




[0 4 2 5] 
1*3 0] 





Ri 


R 2 


R4 


R? 


W& CC) 


mm® 


198 


Et 


Et 


Me 


CI 


131-132 


ip 


199 


Pr 


Pr 


Me 


CI 


84-86 


HX 


200* 


Me 


Ph 


Me 


CI 


139-140 


IP 


201 


Et 


Ph 


Me 


CI 


102-103 


HX 


202 


Pr 


Ph 


Me 


CI 


103-104 


HX 


203 


-CHaCH=CBj 


Ph 


Me 


CI 


107-108 


HX 


204 


H 


Ph 


H 


CI 


205-206 


A 


: 1/4 







[0426] xmm 2 0 5 — 

1- [2- (4-^pp7i=/1') -5, 

-N- (4-^nB7x^) - 

[0427] *tjs-T5^»ft^^ffiv\ ***ii trai 

f B LTgWtl^#fc 0 13 1~13 3°C 
[0 4 2 8] jgjfcflll 2 0 6-210 WfrtZWft 

[0 4 2 9] ( gjj£M 2 0 6 ) N, N-v^^/W 

-2- [5, 6 -v/fvP- 2 - (4-MJ7;^P^ 
f*7i=/V) -4-t°y ^rvKT5/] T-febT? 

K ; H£ 1 6 5-1 6 6t (n— ^drf-yd^S^ 



A) 

[0 4 3 0] ( Hifeffl] 2 0 7 ) N, N- v^^/V 

-2- [5, 6-v ? ^^/V-2- (4-FP7;V*p^ 
f/V7x-;v) -4-f!J5v?=;V757) T-fehTS 
K ; MM. 118-119t (n-^fy^bffe 
ft) 

[0431] mmm 2 0 8 ) — 2- 

(5, 6 - f /v- 2 - (4 - F P 7;^c ^ f ;V7 
xzl/U) - 4 - fc° y 5 S^P] 757] -N-r/PtfVP 
7th75K;M 8 4-8 5°C(n .*-$-^a»6> 

seft) 

[0 4 3 2] ffi^JM 1 : tefflCDM^ 

[0 4 3 3] 

[t3i] 



• 2- [2- (4-^nP7^^/V) -5, 6-*J?7-?V- 
4-b°y 5^V7 5 7) -N- (4 -t« h^ri^i-A-) - 
N-^^/VTir F7 5 K 1 g 

• f LMF 84 g 
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■ h^ca^fy/y 30 g 

• felHr/Vn-* 25 g 

• t Kn^v't/nf/W-fc/Vn— * 3 g 

•Mfek-WH 0.7g 

•^f7!)yi?^^A i.3 g 



[0 4 3 4] ±1Bfie»Sr«l£lC«fc9^ mtL\^±&. [0 4 3 6] 

1 mhfc 9 145 mgT'fim 1000^Sr^-f5 o [* 3 2 ] 

[0435] aaaiflii 2 : sgpjwjsg — 



•2- [5, 6-^^-2- (4-hJ7/^P^f^7i^) -4-t° 

ijv^r^y) -n, N-^pf^rtFTU*- • 25 g 

• %m 70 g 

■ KtPa-^fy/y 20 g 

• feUr/Vn-* 25 g 

• t Yu^yf-a t°/i>±;Pu— x 3 g 

•Mfek^g? 0.7g 

■^r7!)y»v^i/i>A 1.3g 



[0 4 3 7] JiflB*^ft»ife|C± <9 Lfc*, [0 4 3 9] 

I^&fc9l45 mg-t-fi - ^, 1000i££M-f3o [«33] 
[0 4 3 8] MSrUfJ 3 : J3zf± /V%l<nm& 



• 2- [2- (4-^DD7i=;V) -5, 6-^^^V-4-tf!J 5 i?~/VT 
5 7] -N, N-v^ntfA-T-fe HT5 K 2g 

• IWf 165 g 

. (-^D3i/fV7> 25 g 

• t Kd Jfy/c tr/Hr/nn — x 3. 5 g 

•mnm^^m i.8 g 

•^fTiJySvm^ 2. 7g 



[0440] nm\c a 9 , ±teis^^/i^ige u [0442] 

200 mg 5r*y-fr/KC3E±IL, 1000#:/-l?/V£:fi-f 5» [S34] 
[0 4 4 1] ataiflU 4 : fcfflwMJg 



• N- (4-^PD7i=/V) (5, 6 - v>7 ^/V- 2 - 7 
^ -/V- 4 - t° y 5 y=^7 5 7 ) Tir h 7* 5 K 10 g 

•%m 960 g 

• t Kn^^Ptf/Wir/VP— x 25 g 

•«CteR7^lt 5g 



[0 4 4 3] %mc£ n , J:=E^^^?I^Lfc«, tWJ [0 4 4 5] 

(r»^5 0 [i35] 
[04 4 4] Sfflff) 5 : fflW&IWjJjt 



•2- [2- (4-?bb7x^) -5, 6-V>*=f-;V-A-\£y%*J—;VT 

5 7] -N-yf/P-N-7x-/V7t F7 5 K 10 g 

• 200 g 

•HCO-60 2g 

•7rcy^ 10 g 
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• y/vtr >v • • 
•mtm*.- • • • 



50 g 

sa- 
il* 



[0446] 2- [2- (4-^PD7x=;H -5, 
6-> ! yf;V-4-f!)5i/=;V7 5/] -N-^fvV 
-N-7^=;VTir hT ? K£r^/ — MVHCO- 

5„ ;»l«^y7'7y7^;^- (o.22/im) -en 
i °c-?20^M«-f 5„ 

[0 4 4 7] 



2000 ml 

TM-tmc mmnmxh^-mm, tax a, ^ Mm 
m<Dmivfcmm{m^-t<DX\ ^smmmm mm 

ISli Ltffflf^S. S (i) 



±I«Hf*1^5Tg 7 #12^ 
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